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Compounds having TXA 2 antagonism and/or a TXA 2 synthase inhibitory effect, prodrugs thereof, pharmaceutical^ acceptable salts 
of the same or hydrates of the same, which show effects of inhibiting nerve cell denaturation caused by amyloid p protein and nerve cell 
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D 2 § g & 1§ ft ff! ffl * # f £ -( b « ( B W A 8 6 8 C ) © fls ffi * ^ f 0 T* & * 0 
HI 7 TXA 2 T=f-X KU-46619)fc ioTR*$n*7y h © EHE fj ■& C » 

r*TXA 2 SS#jg«;ffffl**-r*fl5^»(II-lc, Bay u 34O5)©&UI£^-r0 

15 -e&3 0 

ffffl**1-«fl3^»(II-lc, Bay u 3405)#9P#J8ij|l& ^ LT ^ 3 B$© T X A 2 7 
rf-* h(U-46619)©ftffl£^-f 0T-&£ O 
09 T^D^ Hi9ge5tt:J:'S#««lia*ttK:»-r j 5TXAa««i*:JgJRff 

20 ffl^*-r^{b^^(ii-ic)©^ffl^^-r.0T?fe-So 

<b-&®J ( I I-lc )©ftffi £ -f 0 -£ & 3 o 
18 fl§ 5 fSJfif % tz © © flU* © JfiJJi 

25 

**W«:«ffl$n*TX A 2 SS#jgfitftffli 3< J:v/*&ttTXA a ^J5!i»3|| 
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f * fPffl * * f £ fc"-&*F T* & tits «t ^ o 
^Xlis Medicinal Research Reviews, Vol. 11, No. 5, 503-579 (1991)£tt, 

09;U£, ±13X^13® ©-(b-R-tJh LT, pinane-TxAa, carbocyclic-TxA 2 , SQ 
26,536, SQ 28,668, SQ 29,524, SQ 29,648, SQ 30,741, SQ 30,457, SQ 33, 
552, Ono-11120, Ono-3708, EP-045, EP-092, AH 19,437, AH 23,848, GR 
32,191, BM 13.177, BM 13.505, S-145, NT-126, Ono-8809, Bay u 3405, 
10 FR 106.881, ICI 159,995, ICI 180,080, ICI 185,282, ICI 192.605, TMQ, 
Bay K 8644, KTl-32, L-636,499, L-640,035, L-641,953, SKF 88046, Glib, 
enclamide, KT2-962, L-655,240, L-670,596, AA-2414, picotamide, KW-409 



SQ 28.668 


H H 
SQ 29.548 


GR 32.191 


AH 23.848 


P 

AH 1 0.437 


Ci Svo 

EP-045 
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H 



0 



'COOH 



AA-2414 



BAY u 3405 



S-1452 



Sifc, TXA 2 M#ettttfflS**3±iBtt*©<b£tti: btli. £ (I) 

nmztizto&m. s (ii) T-^sns^tK a; (i i i) t-i^hs^ 

5 3(1): 



10 RMi-CH 2 -CH = CH-CH 2 -CH 2 -CH 2 -COOR 2 Sfett-CH 
= CH-CH 2 -CH 2 -CH 2 -COOR 2 ; R 2 tzteTfr** ; mfct 0 

Sfcfci 1 ; X Mi®&£ftT^T*> J;ut U £{ig&£ nt v>T & <fc 
rD7'J-^; X 8 tt#»£ s -CH 2 - X - CH 2 -CH 2 -, -C ( = 0) -> 
-0-s -S-, -SO-, - S 0 2 - N -NH-, -N ( C H 3 ) -C ( = 

15 N-O-CH3) - v — N = N — N - C H = C H - N -C ( = 0) -NH-, - 
NH-.C ( = 0) - C H 2 -NH-, -NH - C H 2 -CH 2 -0-, - 
0 - C H 2 - C H 2 — S — , - S - C H 2 - C H 2 - S 0 2 "> -S0 2 - 
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CH 2 -, -SOj-NH-, $fcli-NH-S0 2 - I X 3 ligi$ntVMfe 
^b^«Jli> #SI¥ 1 1 - 0 6 2 7 2 1 £i3«£*lt V»£ TX A 2 /P GD 2 |3ggg 
5 i (II) : 

NHCO-R 3 

;u ; it e mm ti tz it zmw.*&t>t) x-^znz it wo 9 9/ 

1 5 5 0 2 (m^^nTVN^TXA 2 /PGD 2 ^§^^igljT;ftffl^#1-^)'fb-& 
10 tJT-fe^o 

3 (III) : 

®X 5 — COOR 4 
an) 
NHS0 2 — R 5 




Y 2 



15 R 6 

20 vx^xi>&<, t*vS.§*lxv>ttJ:<\ fcAiF/Sfctt^fiafc^SW 
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ffCfcSo ) 7!* £ ft -Mb 5 — 7 9 0 6 0 tlX l^TX 

UlTCStfb^ S-1452li^^3p 5 - 7 9 0 6 0 C|^$nt^5o 

S-1452 



jS. (IV) : 
A — R 7 

(CH2) P — N — Z — X 6 — X 7 -X 8 
I 

B 




T^*^ fefefcT^ ; R 7 l£COOR 8 , C H 2 0 R 8 £ & C O 

15 N ( R 9 ) R 1 0 ; R 8 tt7K^S/i«T;b*;i/ ; R 9 & J;tfR 1 0 li*ft*ft»ft C 

;i/ ; X 7 — N = N — N -N=CH-, -CH = N-, -CH = N 

-N-. - CH = N- 0-, — C = NNHCSNH— > - C = N N H CONH-, 
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-CH=CH-,-CH (OH) - C (CI) = C (CI) - (CH 2 ) 
q -, - C = C - > — N ( R 1 1 ) -N ( R 1 1 ) CO-, -N ( R 1 1 ) S0 2 
-N ( R 1 1 ) CON ( R 1 1 ) -> - CON ( R 1 1 ) - S0 2 N ( R 1 1 ) 
-0-, - S -> -SO-, - S 0 2 -CO-, ir*V97V — toV'< 

;i/;qttllfeB2;X 8 tt7;^;K y^^r-^, 7'J-JK r 

f7 i ;^-'Jr>^;K - CH = NR 12 Jtli-N=C ( R 1 
3 ) R 1 4 ; R 1 2 fi2kfiis T)l*)V, tfDJf^ Tfr^**/, XJlA^H 

tt^ft^-ft&i: lt7;^;w r;i/n^i/$^iiT <; —a- ; zi£-so 2 -$£ 
tt-CO- ; pttO*fcttl ; &«U 



15 7>>;K 7^^**^, th*Dapi>, ;\D>!f>. T)V*)l, T)V* 

-;v^^r^*;i/^-;i/ N 7 ;u * ;i/ x ;u * =. ;i/ , ^7;> y^tr-)]/***/, th" 
D AD^ >flS7"**/K 7 % -n = p p h 3 > t^rV, 

^tf*v, tl«ir*W?/, 7;i/=i*W * y N 7 U -;i/:fccti>'7;i/* 1/ > 5? 

tt % WO97/00853 P G D 2 tlT V>*fl3£» 
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-, - 0 -S-, -SO-, - S 0 2 *fett-CO-1?jfeD. X'#7'J 
5 ifc, 6lTCStft^*(IMb, IMc)ttWO 9 7/0 0 8 5 3 CIS* fttl> 



*$swia:TXA 2 fc(*i<g«Hg*gs& («rc, T'^y/N-f ^-mm&m torn 

TXA 2 ^JiR»*H*f^ffl**"r*'fli-&*ttx J. Biomed. Sci., 1998, 5, 153- 
172 C|B«$*l-ri\«o tt&tt. UK-37,248 (4-[2-lH--T ^l/-*.H*)il> 
♦ J'J'OV'-f y^7J'» K, Thromb. Res., 23, 145-162, 1981), U63577A (S 
15 urg. Forum, 35, 42-44, 1984), 9,11-T S J 7U 7, $ -5,13- J 4 V7T*/V K 
(Proc. Natl. Acad. Sci... 74. 4007-4013, 1977), 9,11-^ 5. J * i/ 7*0 % $ 
-5,13-^iy << ytTisy Y (Biochim. Biophys. Acta., 573, 238-244, 1979), 
CGS 13080 <-f ^ [l,5-a]t U i? > -b-^*V J 4 F, Biochem. Bi 

' ophys. Res. Commun., 112. 899-906. 1983), 9a,lla-T \/-15(S)- 1 K D * >■ 
20 7D^^-5(i/X),13(b 7 >7s)-is^J << vt>T*/V H, 9a,lla-i^^r ^ p< ^ y - 
15(S)-t KD^ri/.7D^^-5(i'7),13(f7>7).yxy^ v>?7*/V H, 9a,ll 
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tTisy h\ U-44-69 (FEBS. Lett., 82. 107-110, 1977), L-8027 (MV7D 
t;i/.3--3f L x;i/.^ > je— Nature, 267, 627-628, 1977), OKY-046 (Pros 
taglandins Leukot. Med., 30. 111-121. 1987), OKY-1581 (J. Pharmacol. Ex 
5 p. Ther., 222, 441-446, 1982), CV-4151 (Eur. J. Pharmacol. 109, 135-144, 
1985)^ #3* &ft3o 

rT»*\s>j tit. C 1 -c 9 ©ii«ttxH:»tttt<07 , ;i/*i/>*3»i*b, m 
^^^fi/>, *7*^?- tz\z; ±* 7 \,>%&&tf btiZo 

<ft7xrl/> l,4-7ir|/>, l,3-7x-U> s l,2-7i 

09;Lfcf, - (CH a ) 2 -0-CH 2 -, - (CH 2 ) 2-0- (CH 2 ) 2 -, 
- (CH 2 ) 2 -0- (CH 2 ) 3 -, - (CH 2 ) 2 -0 - (CH 2 ) 4 -, - (C 
H 2 ) 2 -0- (CH 2 ) 5 -, - (CH 2 ) 2-O- (CH 2 ) „-, - (CH 2 ) 
2-S- (CH 2 ) 2 -, - (CH 2 ) 3-S- (CH 2 ) 2-, -CH 2 -S-CH 

20 2 -, -CH2-S- (CH 2 ) 4-, -CH 2 -N (CH 3 ) -CH 2 -, -CH 2 
-NH- (CH 2 ) 2-s " (CH 2 ) 2-N (CH 2 CH 3 ) - (CH 2 ) 3 - v - 
(CH 2 ) 2-1, 4-7xzU>-CH 2 -, - (CH 2 ) 2 - 0 - 1 ,3 - 7 x 
-b>- CH 2 - (CH 2 ) 2-0- l,2-7x- U>-CH 2 - S - (C H 
2) 2-O - l,4-7x-b>-CH 2 - N - CH = CH-S-CH 2 - 1,4-7 

25 x-b>-CH 2 -, - CH = CH-S-l,3-7x-U>- (CH 2 ) , - , 2 

-**yrnKi/y, 3 vof-b >, 5 vn^> v >, t^u>, 
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1 -7D^r u 2 - 7D^- b 1 - u > N 2-7 r 7 i xb>, 3- 

7f-U>, 1.2-7#*Sx.=.]s> s 1 ,3 l/>, 2,3-7**/*. 
- U >n 1 -^.>r-- U >s 2 -^.>t- - b >, 3-/<.yfzi/>, 4--^>x 
1 ,2 -^>* yxxb >, l ,3 -^>* i>:c- 1/ l,4-^>fi? 
5 x~l/>, 2,3-^>£^x-b> N 2 ,4 -^>* U > s 3,4 -^>£ 

2>xx 1 -^\^r-fe — 1/ > N 2 -^.^r-fe r. L/ > s 3 -^-tex 1/ 4--% 

*-fexb> x 5 l,2-A^yi-l/>, 1,3 v^r-^^x 

xu>, 1 ,4 -^^r+J-vix b > N l ,5 -^3rWx.-V>, 2,3-ss*y-i? 
x-L/>, 2,4 --s^r-y-i/oi - b > N 2,5-AJftyi-V>, 3,4-^*1* 
10 >=x ~ 1/ > s 3. 5-^^-9- vx~b>, 4 . 5 -^.dr-^^i- b 1 . 1 - V * 

4-a7t-V>, 5-a7t-1/>, 2,2-y7f ;1/-5-a7t-1/ 
e-A/f-^, 1,2-a7^xz1/>, l , 3 -^7* i?3i- V >, 
1 ,4 -^:7£ u 1 , 5 -a7^ vx:x u 1,6-A7^yirb >, 

15 2,3 -^r^i^x- 1^> N 2 ,4 -^7-* 2>xx v > % 2 , 5 -^7* i^x^ V > s 
2,6-A7^y , i^l/>, 3,4-a,7^^x-1/> s 3 , 5 - ^ y-# y x. - 1/ 
3 ,6 -^7$ V*-V 4,5-A7^i?xri/>, 4,6 - A7^yxxl/> 
,31145,6 -a7^xc1/> v l-7Dt-l/> v 3-7f xi/>, 2 -^>^ 
xl/>, 5-^^yxU>, 6 — 7 J- — V - (CH 2 ) -CH = CH-0 
20 - (CH 2 ) 2 - C H 2 - S - (CH 2 ) 3-, -CH 2 -y^-CH = CH- 
l,2-7xxl/>-CH 2 -, -CH=CH-l,4-7xxu>- (CH 2 ) 2 
-4-#*V- 5 -A^-bxl/V-^iSfi^nSo 

rT;i/*;i/j ttt, c x ~ c 2 0 ©iigmxii^&tt©^^^*!^ i, mz. 

x^;w n-7'Dt;i/ N -fV7Dt;K n-T^K ^V7f;K 
25 sec-7f ;K tert-7f;w n-^.>^-;i/ > -YV^->-?-;K ^tf'O?- 
;K tert-i>f* s n-^*WK n-^r^K n-tf£-^;K n - / 
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— ;k n - x v Jl/ > n - £ Vf^JK n-KxS^K n-MJr'>;W n-f F 
77^^ n -Vi/^xS'A, n -'s^-tf-x *>A-s n -'s 7**7*$/ As n-;t7 

r 7'j-;H fci±, c 6 -c 14 ©#«i»s»iK*3»*fettii^3Ss«6iK*ai* 

5 Iiftl. t7f;i/ i-t7f;k 2-t7f;i/) , 7*>h 

U^CflAtts i-7>1>ijjk 2-t>m;;k 9-t>mjaK 7x±> 

h U A («A«x 2-7it>HJJK 3-7xt>hij;K 9-7it>MJ 
A) % 7AtfU^A (#|;L« N 2 -7A#V-A) mifimibtlZ. 7i 

10 rj^j^^j tfci, Bfii3T;i/^;i/a{3BuIBT u -Ag#H»Lfc$©T, c 

- x^A-rnKA («xHs 3-7xz;i/rDt;v) % *-7*-A/*-A (0J*Ks 
l - ±7 9-)va f-A) s t> h y ;m ^a (Ami, 9-7>h'J;Mf^), 
7xt>l>ij;Mf;i/ (fliUis 3-7xt>h'JiMf^) 3|##M:f £ti*o 

15 TTi/Aj fcfcfc N MB^^A* >&Eb*©C ^CgOT^A&jgtllfcU 0JiL«, 

r7;^;i/X^* = ^j 7 A*- A£±ie7*A*A#g& L£$©T% 
;^A7nA*-Ax x^-axa* 7D^^^s|; = W#lf& 

fcttdifttt© C 2 ~ C 2 o T A*- A, » * L < t£ C 2 ~ C 7 T A>r:i A£jgti5f: 
U ^x.(i> t-^K l-7D^-;W 2-7DAz;k l-7f-;K 2-7 
f-JK 3 - 7f-;W 1 , 2-7^yxr;i, v 1 - ^ > r. A „ 1 , 2-^> 
^x-)K 2-^^r-fen;i/, 1, 2 3 - a7t-JK 1, 
25 5 -^T^^xxA^jP^tf 

r 7 )),*-)], j tit, ±I2t > a^;kc i «xii*ftlsi±©H«IS£ft*-r** 
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L, fljtli, = l-7Dt^K 2-7DKrjK 1 -^f--;i/ s 2 - 

Wxlt tDiJJV (Mx.«, 3-KDU*) H -f'/Mj* (f) 

2 -#;ww y ;w 3 -a;wW y )]/) , -f *^v*ij;i/ (0«;LH 1 - ^ 

s*vy;w 4 -^ * *vy;v) , K7';u;i/ (fli^s. l-t^/^K 3- 
if^vu;!/) , "c>»/-r 5. W y ;u 2 -^>v^ s. *V u /k 5 

>vU S*VJ s -f>^^/y;b (ffms, 3 -^>yyj;v) , K y 
15 -)v (m*.\3., 6 --f > H y „ if y vn, (m ill 3- 

7 x^- > b y (0!|;it2, 2-7xt>MJ^-ik 3-7xt>fiJj;z 

20 -ey$^-;v), (0J;tfciU 2-t7^-;i/), s/wy-;M0l 

> , ;[c]-fv*^ i ;-;i/-4-^;K'<>vf[cH v*** 1 /— ^ - 3 — r ^w) . 
25 (flia, 2 -sr^r-tJ-^ y ;w 4 -sj-^r-y-^ y ;Ws 5 U 
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3 -H V*7 y J VJVs 4 -4" V?7V VJU) % U * 

'<> , ;[c]^vf7 , ;->/i/-4-'f;K ^>v[c]-fvf7 > ;-^-5-f;i/) , 
f7 v ;<J* (Wittts 2-f7VJ;i/) , i>*J'*'7\r 2-^> 

5 »;f7»;'^) s f7j?7 4 ;y^ i, 2, 3-f7y7»;-*-4- 

•y^) x **u-f7»;y* i,3, 4-**»^7';-A-2-f*i . 

FD**»y7i; u 4, 5-yhKn-i, 2, 4 

7*J-)V- 3 s 7 U » (MAtCs 2-79frs 3-7'j;v) , ^v;7 
V/l/ 3 7 x ^M>!/7,IJA 1--YV^> 

10 V'7'J;H . - ;i/ 3 -^-x.n;u) % ^ > i - 

^ =r \ 7 1 ; y 5-f y ^>«/*;**y y ;i/ («*.« % 

1, 3-t>yy**y-*-6-^M ; 3>'<>v'7 'J/M#|*.HU 2 - 
>^7'J;k3 -^'<>V7 y ;i/K y'Oi/t** if-;K0!lx.l£> y«^>»/[b f 
15 f tf > - 2 --f *) s >JM KDS^ W#*-fe en* (flitH* ytKa 

y^>V^[b, f 2 , *o*=;i, (0|*.« N 2H-7D^ 

>-3--f/K 4H-^D^>-2->f;i/) % *Ji>*J*-x.\l=.fr («jtu, y 
"OV^b, f]fzt>-3-^K ^tFD^>>;[b, f]fxt>- 3 ->f 
„ f'J* 1 ^;!/ (09x.l£. 1, 4 -^e;i/* y > - 4 N 7i;f7y 
20 (0S;ifc£, 2-7i;f7^-;b) % D^>^5 L ^-;i/ (0gx.l£, */# 

A^[b]ft7i>-3-f]V) x ^7 da7^x^|1/ i/^D^ 
7i'[b]ft7i>-3-'f;H . i/sO-Jf-JL-jl (^iJx-lis 2-$^>v^ 
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r«>^D 7;i/^rr;h fctt, c 3 ~ C 8 <DJf #7^>r-;t/£ U 
7 D7D^;i/ l-i/^D7D^_^) x i/^D7r-A (0!l;tli N 

7f > - 1 -4)1) „ i/^D^>r-Jl' (1--/^D^>t->-1- 
5 -f ;V) s S'* n^ + Hr^/i/ (HAlis 1 -i/^D^-t:;/- 1 ->f;i,) ^#3MJ 

rT;i/3dr i/j fcii, c l - c 2 0 <DT^n *>> x # $ u < it C t - C 6 ©7;^ 

10 r fB$& cF tlT V^T & <fc l> 7" 5 ^ j :fe W" •£ g T ^ y teu 0§%.it, Tfr^-Jl/ 

rTis)i***>j tit, mm<D ryisjij & t,t$m$ n&7 

r7 > ;i/rj^ri/*;i//}t-;i/j hubB© r t> ;i, =1 * <> j ^Blg^n-sr;^ 

7 x =. ;u # 2/ * ;i/ 4? - ;i> 9 # 3* £ ft 3 0 

r77)l*)l>**is-ti)iX=.)),j tit, iufB© rTv;i/*;i/j e>f§a££ 
25 7-v;i/^;i/^^>>*;w^^;i/^ji^u> 0mi, ^> -> * ;i/ * = ;w , 7 
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rT'J-;u^^r»>*-'i/5jt-;uj tit, sdiB® rjij-;!/] *>t> x SigSftST 
;i/ * * - frmttmi S> ft -S o 
5 ;w 5^ ^ L . 0S*I2> K:=.;i/;f 1 - 7*D^.n;i/^-^i/ N 2-7^- 

10 rj\a^f>itT)i^-)iA tit. Hula© rr^dp^j cd*^^ £/\ n V 

DD^fiK i?7 )ls*U 2,2,2- h »J 7i^Dlf;K 2,2,2- h 'J^DD 

r7;i/+;pf^j tufa© ^t> N gi#£ft*> 

15 t <&C i-CeOT^^r^^^^ltl* 00*^ ^ ;i/ ^ # . 

> r^^-y-vr-^i;^ N r 3- ^ +j- ^ T ^ _ ;l , ^ ^ ;l/J s rfjyj^- 

is)i***>, t Kn + i/, jsufy, 7;i/*;K r;i/*^;w #;i/**>>, z^v 
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^7;, t;i/-5tx tFo + ^7JK;K noy 

XtTfrZ-fV, T)\,*)ir*. -N = PPh 3 , tf*V, kHD*>> 

it, fflTL&I) esign of Prodrugs, Elsevier, Amst 
erdam 1 9 8 5 tCaBfc^tlT^So 

20 ;w -f v 7D tf ;i/^^x;u> n - 7f*x^f*, 'f V v^l/x^^K ter 
t -r^/wxa^/K f;i/*'j;if;n;f)K N, N - ^xf;^ y 

F5 y ^fc L^TS/Jl'tf^S/i: UTtts - 0 C 0 C 2 H 6 , - 0C0 
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(t-Bu), -OCOC ls H 3h -OCO (m-COONa-Ph) , -0 
COCH 2 CH 2 COONa N -OCOCH(NH 2 )CH 3N -OCOCH 2 N(C 
H 3 ) 2 *#£tf&ft*o 

l:ff*U^7$Fkl/TH:, -NHCO (CH 2 ) 20 CH 3 v -NHCOCH(N 
H,) CH 3 *£#£{:f£ft£o 

10 (0-C, BBS ^<Dfefi&t:m&bZ7'u H v y ^fb#$?$ ft £ Ifo $ - B8 

HI"! (Blood-brain barrier; BBB) IlltJ C^lgfJ&J. -jRfl&fctt* 

Wfctt#*flS**©»^ BBBSMhUiH LogPffi, cLo 

gPi) £©!§£&$? fc*§&IM##igi&£>ftT v**©-^ *ft £>©$£##£# 
15 At^flSIS^t^Chiljs-Cn (Oldendorf.W.H. (1974) Proc.Soc. Exp. 
Biol. Med. 147, 813-816) „ 

Bodor, N. & Brewster, M. E. (1983) Pharmacol. Ther. 19, 337-386 CIS 
g^ftTV^J^fc Locking in 31ft % mm t tzM^m >s * =r A £#Uffi LTfc 

20 ftoT> &*&#*tuSHb-£«5-t*&oTfc, ;©<toi6;7o K7«y^{bl:<t 
firtft-^ ©Osmotic opening i£ s (D3§S@&{E jftftg ©fllffl ft £##(7 £ ft S (E 

mswMft m®%mm 1 3# 280-294 mn\m&) . 

g#5©ll'N©j&ji£nrigt;:'t3C:£:#-e£3 ( Naoi. M. & Yagi, K. (1980) 
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Biochem. Int. 1. 591-596) o 

*^>, h>J^^75>, h';xf*7?>, 2-7U7^, t-7f;i/7 

>s ^i'^D's*'>;P75>, N--f V7d hf;i/^^ d ^ * 5/ ;i/ 7 5 7^7 
u/utss', ^>^ii/7?>, ^f-^^yv^T x >^ ^^>iPjuTK>> N, 

10 N - v ^ ;i/ ^ > v ;i/ T 5. > , 2-^DD^>yj|/7;>, 4-p<b^-$/^>$/ 
-^7?>, l-t7f;i/7^>, l-7^7>b5t^ 2-T$yr>b 

15 *C4:#Tf&*o 

25 cne.©TXA 2 s$#isjsffffl**r4fl:^«9H:, wmm mm*i 1-0 

62721, WO99/15502, 5-79060, WO97/008 
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5 3) x (Medicinal Research Reviews, Vol. 11, No. 5, 503-579 (1991) 



55; (i) ■tssSftsfc^fco-fttonnjssttTCij**-, 




R 1 fct - C H 2 - C H = C H - C H 2 - C H 2 - C H 2 - C 0 0 R 2 * fc » - C H 
10 =CH-CH 2 -CH 2 -CH 2 -COOR 2 ; R 2 $ fcttr to *)V ; m li 0 

fDTy-A ; X 2 - CH 2 -> -CH 2 -CH 2 - S - C ( = 0) 

-0-, -S-, -SO-, - S 0 2 -NH-. -N (CH 3 ) -> - C ( = 
N-O-CH3) N = N — N -CH = CH-, -C ( = 0) -NH-. - 

15 NH-C (=0) - C H 2 -NH-, -NH - C H 2 - N -CH 2 -0-, - 
0-CH 2 -, — C H 2 — S — N - S - C H 2 - C H 2 - S O 2 -S0 2 - 
CH 2 "s - S O 2 -N £;ktt-NH-S0 2 - ; X 3 ttg&£ftTl^Tfc 

20 5£( 1 )T?*$ns-fl3^tttt±E©Si6'5S;Cw$ii* £0 C, S<M-l) x*^ 

$n^)T ^ y -fb^-^tCS (M-2) T-^£ft.5.£;i/*>$£ fctt£©KJ6ttB* 
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c t £<fc *) SLmtZ c ft So 
*SJ6C*»4JS^b^«J(M- 1 )^K R 1 *s^ : -CH 2 -CH = CH-CH 
2 -CH 2 -CH 2 -COOMe-ei$ii5S-efe^ m=0T-fet), Y#[2. 
2. 1 □ &*<b£«9> HI* 7-(3-r ^y-KJ/^o[2.2.1]'S7 , h- 

5£ (M-2) t^^n^A^^^Utt, X 1 fc^-f-S 

S (M-2) T?^*ns*;psI?>»©SJt6tt««<#:fc|i % Mt-5i^ny> 
&*:©?£-£■$&*$>) x rStt^x^;i/ (flia, x p > w Kx^f*) &£T 

-jv)^ /\D^>-fbu >(#ix.i£, HJS<fby sigft'j >h noy wbtf^if y 
;K««x.«> ffifttf^if y AXfk&ftoia «fH8Hb^ig& 1 4g 1 

7 8 7 1( 1 9 7 8 ) j Synthesis 8 5 2 - 8 5 4 (1986) ; mM&Ht¥®m 2 2 
20 tl 1 51 ( 1 9 9 2) ) ttotfi|£i$tn« 1 J;Uo 
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5 T?, R#&l^Uftl OBSItg, L<tt0. 5l$IHfc^U2 4f$|tg, J: Off* L 
<ttl.|$IB&ni, 1 2BSIB3Ufcr*i«J;v>. ' ■ 

*)UX>m (M-2) *Si6tt«*fltfctt*rK:, gga&Sttfflr* 

15 ^©KJfc&88*#<fe£VW±SS*©& (M-2) tT*> (M-l) ^©SfSf;: 

ft*, <b^-^ (i ) : x 3 -x 2 -x i -coNH--cjj*snaastt\ ±ib 

20 ©<fc-5C *;i'7}t>^Sfe(i-€-©Slt^SI?|f*:T?$»^X 3 -X 2 -X 1 -COOH 
(M-2) ifflUT, T5> (M-l) k©£jfcfc,fcoT*AUT4>J;^U X 
'fcflrafc^ff^ttt^tt^OKfcttRSttfcT (M- 1 ) fc©Si6«fc % 
x 3 « 3 $ -&t m A L T <fc o 

25 ± ic # a -f *;i'sn>tt*fett*©si6ttiiiii*: (m- 

2) (M-l) fc©siBiW* fcliKjtBKIK:, *te»*i!l*fT*.ttJ:i*o 
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to&mz&zzk.ifi-ezzo z*>iz, mm*. tt%zm^xm7ztzztiz& 

C1 2N CuBr 2 <f) d y > ft 

At^ci:^!^. t^^k T)v>r-)i, 7*s)\s\Z, &*Jg'fb7';i/^£ a 
^i:T;i/*;Wb$!K T-^xMbSk Ti/jiitmzm^x, ? y — r;i/* 5 7 y 

15 55 (I) "CiS^ftift^llCJ^T, DilCJ;^ ttJ&1*« xa^/l/Mfc 
T5Ci:i-5l5, «*Hx x*^;bB^#&*;i/*>®£&»©£&fc:ft^x 
* ^;Wb-f * c i: c <fc t) «Jfif -5 c t ffix £ * o 
5£ (I I) (I V) X'iUZnzfc&mts ±^©5£ (I) xmznz>it-& 

mammmtzm t-c, sfcawdgg/i 5502, 5 - 7 9 0 e 0, w 
20 097/00853 izmmofi&xmmt % z twx%* 0 

25 acau s/Dyr««tir©«pa^«ffl % ffife&a^ &t& 

Mtezo&mmmmR&mmm, w\m, ^ii^ &*iu *t <«**»&£© 
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*)«r£gfc£fts#s imp &-£•©*§-&, #a 1 kgfcfc lBo.oi-ioo 

mg N $? $ L < it 0 . 0 1 ~ 1 0 mg, <£ t> $? £ b < li 0 . 0 1 - 1 mg, #*iP&#© 
t§£\ M 1 kgfefcD. 100.00 1 ~ 1 00 mg N $?£L<tt 0.00 1-1 
mg, <fc DJ? * b < fct 0 . 0 0 1 ~0 . 1 mg iIft£l~4ll]£#l!lL 
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*%w\±ztnb izmfeztiz i><Dx&t*\,\ 0 
mmm 1 

(5Z)-7-{(lR,2S,3S,4S)-3-[5-( f O - -1-* ;V * - * 7 i > -2-«( * )V # 

^ y]-bfS/^ O [2.2.1] ^7*hr2W;i/}-5-^7"^>^ (Mb) ®£ijg 




(i-lb) 

ff§ 1 



(6Z)-7-[(lR,2S,3S,4S)-3.:r 5 J Mi/Zu [2.2.1] ^7" h -2-^f Jl/]^-^:/^ 
p( ( 1 ) (251mg, lmmol) 4f h7th*D77> (4ml) 5 -(fcfD 

L Jl/-Wf*r;|,)^t7i>.2-AjH>| (257mg, lmmol) i: 
A>»nU7V-;i/ (13.5mg, O.lmmol) £A[];U.K#T^ l-x^;i/-3-(3-^ ^ 
7U7Dlf;V).*;^i;^$>- (186mg, 1.2mmol) £iO;t;k&> IfiSl!#g 
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6:1) T:)ffS!}U (5Z)-7-{(lR f 2S ( 3S,4S)-3-[5-(tD-;i/.l-^;i/^-;i/)-^^7 

5 i>-2-'f;v>!j;i/^-;i'7?y]-ti/^D [2.2.1] ^7 h .2-^ ;i/}-5-^:?*t- >Wl* 

m (Ma) 412mg §ifco 83.9% 0 &feil&tt«3o 

300MHz iH-NMR(CDCls)(5: 1.08(1H, m), 1.16~1.32(2H, m), 1.56- 1.73(4H, 
m), 1.98~2.13(5H, m), 2.31(2H, t, J=7.2Hz), 2.56(1H, m), 3.63(3H, s), 3. 
79(1H, m), 5.30~5.45(2H, m), 6.28(1H. d, J=7.5Hz), 6.33 and 7.16(each 2 
10 H. each t, each J=2.lHz), 7.40 and 7.57(each 1H, each d. each J=3.9Hz). 
I21g 

(5Z)-7-{(lR,2S.3S.4S)-3-[5.(t D - )V -l-* )\,* 7 >-2--T to* 
-;i/7?y]-ti'^D [2.2.1] A7t-.H^.5.^7r>Sl^f;i/ (Ma) (350m 
g, 0.713mmol) ;i/ (lmlK fh7tHD77> (0.5ml) fcigjBU'* 

15 4 N-*«fli*- h U £ A (0.5ml, 2mmol) fciDitfc&s £B3;"C#fiU 

C5N-I8 (0.5ml) tMSixmaHLfc, *r$Jl *K*iKK 
v^*->«>ATf«e«ll/fco &*K£ttJ9E-CB£ tfe^s mm® (308mg) ISfKi 
: n-^*y-> (3:4) fl^HtSBU £ftt*SH£LT (5Z)-7-{(lR,2S,3 
20 S,4S)-3-[5-(tf a—)\/.l.X)Vfc-)V)-9-*y x. >-2 --f )l jj )l # - )V7 5. -/]-£-> 
[2.2.1] -s7"b-2-f ;i/}-5-^^^>^ (Mb) 234mg &»fc 0 1R^68.8% 0 
mp.ll3-114°C 0 

300MHz iH-NMR(CDCl 3 )(y : 1.09(1H, m), 1.17~ 1.32(2H. m), 1.34~ 1.52(2H, 
m), 1.56~1.75(4H. m), 2.00~2.18(5H, m), 2.35(2H, t, J=7.2Hz), 2.52(1H. 
25 m), 3.80(1H, m), 5.31~5.43(2H, m), 6.22(1H, d. J=6.0Hz), 6.35 and 7.17 
(each 2H, each t, each J=2.lHz), 7.37 and 7.56(each 1H, each d, each J= 
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3.9Hz). 

IR(Nujol): 3369, 3143, 3124. 3068, 2678, 1710, 1626, 1593, 1374, 1200, 11 
71 cm-i. 

[aJ D 26.5+75 5±1 2 » ( C =1.004, MeOH) 
7Gl£##r (C23H28N2O5S2) 

(%) : C, 57.96; H, 5.92; N, 5.88; S, 13.45 

(%) : G, 57.99; H, 5.88; N, 5.66; S, 13.50 

Mtfc&i 2 

(5Z)-7-[(lS,2R,3R.4R)-3-(4-tT7 ^ - )),#=. jit 5;-t>>^D [2.2.1] 

v -2- ■< )v].5-^yf- >^(i-2b)o^ji 



(5Z)-7-[(lS,2R,3R,4R)-3-T $y ti/^ D [2.2.1] 's 7* h -2-^ ;i/]-5-^ > 
MJ7WoB»tt{2) (#&¥5 - 7 9 0 6 O^s #%0J4K:if!fc 
■t»3S) 232 mg (0.636 mmol) £ig<b^lx> (5 ml) £»#U zk# 
T> h l Jif;i'7?> 0.2 7 9 ml(2.0mmol) J: 4-t7 

n u K^an*. mum? 7 mmmftt z o RiE)tsj/'j*y^*7A^D?^ 

57 ^ - (St^xfA : ^*V>= 1:4) U (5Z)-7.[(lS,2R,3R,4R)-3. 




COOCH 3 



(I-2b) 



SI 1 II 
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(4-t 7 ^ y ti/^ d [2.2.1] A7h-2-f w^rf>|[ 

(I-2a)2 2 1 mg (0.5 1 2 mmol) Zntz* 
m 2 18 

±I3-fb^^ (I-2a) (19 0 mg, 0.4 4 0 mmol) i J —)\, (6 ml) 

5 *»T1N KOH (1.1 0 ml, 1.10 mmol) £#D;LgST' 1 5 m®M 

#L£o KJ&.tt**flET»*BUfc&, (20 ml) J: IN HC1 (2 ml) 

^■y->=l : i) (0.3 %!£$?) •C»«LT(6Z)-7-[<lS,2R,3R.4R)-3-(4-K:7 • 
10 ir;!/)*;^-^;^^^ [2.2.1] *\7 h -2-^ ;»/]-5-^. (I-2b) 
1 7 2 mg ( 0 .4 1 2 mmol) £f#fco iR^ 9 4 % e 

mmm 3 

(5Z)-7-[(lR,2R,3S,5S)-2-(4- 7 * =. JV?-*)^ >*J4Ar7%S -6,6- ^ ^ * ;i> M > 
15 ^0[3.1.1]A7h-3-f;H-5-A7f>itf')"7A (II-lc)©Sm 
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(1Mb) (fl-lc) 



m i is 

f*7x;-* (3) (4.06g, 37mmol) „ 4-7D^$Ifi (4) (7.07g, 
35mmol) . ^b$^ (2.67g,18.7mmol) £ * y 'J > (18ml) tliT. 190°CT- 1 

5 ^mnammwvTzo no-cc^u 6 umm (52mi) a 

its mp 178-179°C©^b^t» (5) *ntz (4.28g, 1R$ 53%) o 

iH-NMR(CDCl3)d:7.21(2H,d,J=8.7Hz),7.40-7.42(3H,m) ) 7.50-7.53(2H > m),7. 

95(2H,d,J=8.7Hz). 

10 IR(Nujol):3523,3062,3007,2884, 2670,2549,1730,1690,1595, 1561, 1491cm - 1 

Z(D-&J&&\fD. Hands, H. Marley, S. J. Skittrall and S. HB. Wright, J. 
Heterocyclic Chem., 23, 1333 (1986)£##t:: t tz 0 
I2IS 

(5Z).7-[(lR,2R,3S,5S)-2-T 5 J -6,6-^ * \L *s f? D [3.1.1]-v7 h -3->f - 
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5-^7--r>^^;i/ (6) (l.83g, 6.56mmol) ^fl>7tFD77> (3ml)C & 
ifc^-e 4-7 gt (5) (1.51g, 6.56mmol), l.kKn*^> 

V* h U Ty-^(88mg)-e LT l-x^;i,.3-(3-^ ^ 3^1/ 7 5 / 7n )\,#>J 
4 X K(1.32g, 8.68mmol)*ilPAaffl'C-ttfl[BLfco U 

IMRx*/l/= 1 : 1) TfitiSLT-fb^tJ (Il-la) fcttttftl UT*#fc(3.181 g> 
JR^98.4%)o 

[a]D22+61.8° (c=1.00,CH 3 OH) 

7C^^W(C30H37NO 3 S) 

8J-*fl(%):C f 73.28:H.7.69:N,2.86;S,6.62 
^aOfil(%):C,73.02;H,7.63;N,2.91;S,6.53 

iH-NMR(CDCl 3 )<5:0.96(lH ( d 1 J=10.5H2) ) 1.10andl.22(each3H > eachs),1.49-l. 

73(3H,m),1.83-2.45(llH ( m) 1 3.62(3H,s) > 4.27(lH 1 m),5.32-5.49(2H.m),6.19(lH, 

d > J=8.1Hz),7.26(2H ; d,J=8.4Hz),7.34-7.46(5H > m),7.62(2H ) d,J=8.4Hz) 

IR(CHCl3):3453 > 3O30 ! 3015,2924.2870.173O,1652.1595 > 1583,1557 ) 1513 > 1480cm 
- i 

£ 3 II 

<fb£% (II- la) (3.181 g,6.47mmol)$^ (32ml) fcJgJBU 4N* 

h >J tf A(5.7ml ( 22.6mmol)$:iP^ 45'Cf 4.5 RHHtta* $#Lfco £&?ft 

AT'^Mv »£E-C«f«t*e5SLT^^«» (Il-lb) Hfe7t^77^ttJ: L 

Tf#£(3.113g N JR^99.5%) 0 

[a] D 22+61.0° (c=1.01.CH 3 OH) 

7C^^-*f(C 2 9H 3 6N03S • O.IH2O) 

^Wffi(%):C > 72.65:H ? 7.48:N.2.92;S ) 6.69 
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MfiI(%):C,72.50:H,7;45:N,3.19:S.6.69 

iH-NMR(CDCl 3 )<y :0.96(lH,d,J=10.2Hz),1.10andl.22(each3H ! eachs) ( 1.51- 1. 
79(3H,m),1.83-2.44(llH 1 m),4.26(lH,m),5.33-5.49(2H 1 m),6.21(lH.d ( J=8.7H 
z),7.25(2H,d,J=9.0Hz),7.34-7.47(5H,m),7.60(2H,d,J=9.0Hz) 
5 IR(CHCl3):3453,3062,3029.3014,2925,2870, 1739, 1708,1651,1595,1583,1557,15 
15,1481cm- 1 

mBEX-mtzilj^m (1Mb) (3.113g, 6.5mmol) (30ml) \Z®ffi 

U 1 N^M?" MJ *A (6.2ml) ZtotLMZMEE-enmLtco m®®*>ps. 
10 CD Mi 7- L n-^dr1t>^*nx.fco ^i&tMizk (60ml) Lll&lg 
LT-fb^-t; (II-lc) fc&feT^:? LT^fc(3.138g, 96.4%) e 

[a]D 23 + 47.0° (c=1.00,CH 3 OH) 

7C^^W(C 29 H34N03S N a • H 2 0) 

H-^ffl(%):C,67.29;H,7.01;N,2.71;S,6.19,Na,4.44 
15 |lM(%):C,67.17;H,7.00;N,2.75;S,6.29;Na,4.35 

iH-NMR(CD 3 OD)<5 :0.964(lH,d,J=9.9Hz),1.13andl.22(each3H.eachs),1.54- 1. 

69(3H,m),1.94-2.39(llH,m),4.12(lH,bs),5.38-5.49(2H,m),7.25(lH,d,J=8.4H 

z),7.36- 7.46(5H,m),7.68(2H,d,J=8.4Hz) 

IR(KBr):3435,3058,2985.2921, 2867,1635,1595,1562,1522,1482,1439,1412cm- i 

20 



(7) 

4.8 g, 3 3.3 mmol)i5.fcU t fh7tHD77>(8 0 ml)fr 5> Jj£ £ !S$M C * 
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U •> A K7.5 5g, 6 7.3 mmoDfcMT? in;tfc 0 1 

. l$n&ttL&& -2 0°C(Z^ai tTN.[(lS,2S.3S ( 4R)-3.^;i/^;i/^^;»/t:>>^ 
D[2.2.1]^7-h-2-^;i/]^>if>^;i,^>T 5 K (7) 2 - 2 5 6 6 5 

0-t , 2 ) (3 .2 5 g, 11.1 mmol)©f F7t h'D7 7 >&f£(2 0 ml) 

5 fcijbo < DiP^fco -2 0-CTttl«B|J|i«#ft«|H-fcl|, gCl 
■*Hlt#U&. RJB«t 2 NM*4n*.ftR:n.*-;i/T!fflajU zk£tf 

tt&Jn*fe. Sf|xf;i/-e»fflt s Tk&v&ifi^r-ifcfru wtb^Ate 
io ft&*igis£. mm.* is y *m7A^v f^57^ - c j: o»« u (5z> 

-7-[(lR,2S,3S,4S)-3-7 ^ — )l X — l J bT > ^ P [2.2.1] h-2*-f ;i/J- 
5-^s7*7 i >^ (S-1452) £fffc(3.2 9 g, JR^ 7 9 %) c 
16^:6 2«C 

7cm##f(C2oH27N04S i:lT) 
15 8U*«KK):C,63.63;H,7.21;N,3.71;S,8.49 
H^J^I(%):C,63.56,-H,7.21;N,3.83;S,8.43 
[a]D=+5.3±0.5° (CHC1 3 .C=1.003%.22°C) 
[a] D =+27.1±0.7° (MeOH,C=1.015%,24°C) 

IR(Nujol)3282, 3260, 3300, 2400, 1708, 1268, 1248, 1202, 1162, 1153, 
20 1095, 1076/cm 

iH-NMR(5 0.88-2.10(m, 14H), 2.14(brs, 1H), 2.34(t, J=7.2Hz, 2H), 2. 
95-3.07(m, 1H), 5.13- 5.35(m, 3H), 7.45-7.64(m, 3H), 7.85- 7.94(m, 2 
H), 9.52(brs, 1H) 

49 



WO 00/30683 PCT/JP99/06317 

$ 1 
^XNHCO-R 





f* R 


it&m^ '' r 


1-3 




M3 


v...y 


1-4 


-0- s -Q" ocH a 


M4 


S S0 2 N_j 


1-5 


S-^-OCH 3 


1-15 


s 


1-6 




1-16 




1-7 


-0-SO 2 NH-Q 


1-17 




1-8 


H 


1-18 


CH 3 


1-9 


H 


M9 




MO 


-Q-s°i>Q 


1-20 




Ml 




1-21 


-"S^ CH 2 OH 


M2 


-Q-NHS0 2 -£) 


1-22 





50 



WO 00/30683 PCT/JP99/06317 
^saNHCO-R 

it&m% r \\L^m^ r 



1-23 




1-33 




1-24 




1-34 


^o^so 2 nI| 


1-25 




1-35 




1-26 




1-36 




1-27 




1-37 




1-28 




1-38 


^nhcohQ 
s 


1-29 




1-39 


.NHS0 2 -Q 


1-30 


XT 


1-40 




1-31 


jguO 


1-41 




1-32 


^^S0 2 NH-Q 


1-42 





51 



WO 00/30683 



PCT/JP99/06317 



£3 

^saNHCO-R 
t|JC^=v/\,COOH 

it&m^ r \t^m% r 



1-43 




1-53 


.so 2 -isf] 

b 


1-44 


^CH 3 


1-54 


rW S ° 2 " N 3 


I-4S 


^^OCH 3 


1-55 


. — . CH 3 

XX H 


1-46 




1-56 


>^ y 


1-47 




1-57 


■^S^NHS0 2 -O 


1-48 




1-58 


CH 3 
^S^SCVnH 


1-49 




1-59 




1-50 




1-60 




1-51 


^q,S0 2 -^-OCH 3 


1-61 




1-52 




1-62 





52 



WO 00/30683 



PCT/JP99/06317 



^4 



^gsANHCO-R 



COOH 



1-63 



S NHCO 



1-73 XI 



OCH 3 
OCH3 



1-64 H 3 C 



^S A NHS0 2 



1-74 



XI 



I-6S 



1-66 



H 3 C Y-N 

A*' 



■^0 



1-75 



1-76 



JO 
JF1 



1-67 



jo 



so. 



177 JOL JO 

1-77 <^S CONH S 



1-68 XH JO 



1-78 



^S A S0 2 -N J 
HOH 2 C 



1-69 



,^S0 2 NhL , 



1-79 



[-70 JO. y=\ 



1-80 J^JJ 



1-71 ^s^C0NH-O" F 



1-81 Jl^l s ipi CH3 



1-72 JTT /=\ 

•^S^CONHVy-OCH 3 



1-82 JOL_ n XH 

S S0 2 ^s^CH 3 



53 



WO 00/30683 PCT/JP99/06317 

215 
^saNHCO-R 
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ib&to I - 3 

300MHz iH-NMR(CDCl 3 -CD30D)cy : 1.23(1H, m), 1.28~ 1.32(2H, m), 1.44- 
1.53(2H, m), 1.57~1.74(4H, m), 2.03~2.14(5H, m), 2.32(2H, t, J=7.2Hz), 
5 2.56(1H, m), 3.82(1H, m), 5.33~5.47(2H, m), 6.80(1H, m), 7.09~7.12<2H, 
m), 7.22(1H, t, J=8.lHz), 7.63 and 7.86(each 1H, each d, each J=8.1Hz). 
IR(CHC1 3 ): 3593 3442, 3111, 1710, 1644, 1519, 1449 cm-». 
[a] D 25+77.6±1.2° (c=1.010, MeOH) 

Ttmfrm (C26H29NO4S • o.2H 2 o) 

10 H-^fil (%) : C. 67.76: H, 6.69; N, 3.16: S, 7.23 
Umm. (%) : C, 67.64; H. 6.77; N, 3.17; S, 7.18 
<h&® I - 4 

300MHz iH-NMR(CDCl 3 )<5: 1.06(1H, m), 1.17- 1.32(2H, m), 1.40- 1.50(2H, 
m), 1.56~1.80(4H, m), 2.00~2.22(5H, m), 2.33(2H, t, J=7.2Hz), 2.53(1H, 
15 m), 3.84(3H, s), 3.85(1H, m), 5.29~5.42(2H, m), 6.18(1H, d, J=6.9Hz), 6. 
93, 7.10, 7.44 and 7.59(each 2H, each d-like). 

IR(CHC1 3 ): 3516, 3448, 1708, 1650, 1594, 1514, 1494, 1483, 1288. 1248, 1 
032 cm 1 . 

[a]D 26 +82.8±1.2° (c=1.000, MeOH) 
20 TtMfttif (CasHssNChS • 0.2H 2 O) 

Sfgfit (%) : C, 69.59; H, 6.97; N, 2.90; S, 6.64 
(%) : C, 69.69; H, 6.93; N, 3.20; S, 6.57 
fcfrtt I - 5 

300MHz iH-NMR(CDCl 3 )d: 1.06(1H, m), 1.16~ 1.32(2H, m), 1.36~ 1.50(2H, 
25 m), 1.54~1.80(4H, m), 2.00~2.22(5H, m), 2.34(2H, t, J=7.2Hz), 2.53(1H, 
m), 3.82(1H, m), 3.83(3H, s), 5.29~5.42(2H. m), 6.14(1H. d, J=7.2Hz), 6. 
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92(2H, d-like), 7.20~7.30(2H, m), 7.41~7.51(4H, m). 

IR(CHC1 3 ): 3509, 3444, 2666, 1708, 1654, 1592, 1570, 1510, 1494, 1468, 1 
288, 1247, 1082 cm-i. 
[a]D26+58.4±1.4° (c=0.704, MeOH) 
5 7tm&tfi (C28H33NO4S • O.2H2O) 

tUMI (%) : C, 69.59; H, 6.97; N, 2.90; S, 6.64 
(%) : C, 69.55; H, 6.93; N, 3.03; S, 6.57 

fc^fe 1 - 6 

300MHz >H-NMR(CDCl 3 )tf : 1.11(1H, m), 1.20- 1.34(2H, m), 1.42~1.52(2H, 
10 m), 1.56~1.78(4H, m), 2.00~2.23(5H, m). 2.35(2H. t, J=7.2Hz), 2.57<1H, 
m), 3.89(1H, m), 5.31-5. 45(2H, m), 6.30(1H, d, J=7.2Hz), 6.37 and 7.12 

(each 2H, each 2H, each J=2.1Hz), 7.42 and 7.83(each 2H, each d-like). 

IR(CHC1 3 ): 3518, 3448, 2662, 1708, 1653, 1609, 1499, 1334 cm-i. 

[a] D 23+94.9±1.3° (c=1.005, MeOH) 
15 7UJg£-#f (C26H30N2O3 • O.IH2O) 

ft SHit (%) : C, 73.54; H, 7.45; N, 6.86 

$3141 (%) : C, 73.43; H. 7.46; N, 7.01 
I - 7 

300MHz iH-NMR(CDCl 3 )cy : 1.12~1.76(9H, m), 1.96~2.24(5H, m), 2.33(2H, 
20 t, J=7.2Hz), 2.53(1H, m), 3.86(1H, m), 5.30~5.47(2H, m), 6.60(1H, d, J= 
6.9Hz), 7.05~7.23(5H, m), 7.55(1H, brs), 7.67 and 7.74(each 2H, each d, 
each J=8.7Hz). 

IR(CHC1 3 ): 3516, 3439, 3368, 1708, 1653, 1600, 1519, 1496, 1487, 1401, 1 
347, 1165 cm-'. 
25 [a]D 25 +69.9±l.l° (c=1.019, MeOH) 
7GM?#flf (C27H34N2O5S • O.IH2O) 
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ttHfii (%) : C. 64.80; H, 6.89; N, 5.60; S, 6.41 
(%) : C, 64.73; H, 6.56; N, 5.74; S, 6.41 

300MHz >H-NMR(CDCl3)d : 1.19- 1.27(3H, m). 1.35- 1.43(2H, m), 1.55-1. 
5 80(4H, m), 1.90-2.08(3H, m), 2.11-2.21(2H, m). 2.34(2H, t, J=7.2Hz), 2. 
53(1H, m), 3.74(1H, m), 5.29-5.48(2H, m), 6.44(1H, d, J=6.9Hz), 7.16(1H, 
d, J=1.5Hz), 7.46(2H, t, J=7.8Hz), 7.57(1H, m), 7.60(1H, d, J=1.5Hz), 7.7 
6-7.78(2H, m), 7.89(1H, s). 

IR(CHC1 3 ): 3440, 3360, 3107, 1708, 1637, 1518, 1448, 1329, 1163 cm-». 
10 [a]D 20 + 55.5±1.0° (c=1.003. MeOH) 
TtMfrVr (C25H30N2O5S2 • O.2H2O) 
ft* ft (%) : C, 59.31; H, 6.05; N, 5.53; S, 12.67 

mmm (%) : c, 59.19; h, 6.12; n, 5.66; s, 12.50 

itS® I - 9 
15 mp.l93-194°C 

300MHz iH-NMR(d 6 -DMSO)d: 1.18- 1.59(9H, m), 1.93(1H. d, J=2.4Hz), 1. 
99~2.07(4H, m), 2.21(2H, t. J=7.2Hz). 2.36(1H. m), 5.30- 5.40(2H. m), 7. 
25(1H, d, J=1.5Hz), 7.54~7.63(3H, m), 7.69(1H. d, J=1.5Hz), 7.99-8.02(3 
H, m), 11.6(1H, s), 12.00(1H, brs). 
20 IR(Nujol): 3367, 3221. 3186, 3091, 3055, 2654, 1711, 1631, 1566, 1541, 13 
21 cm 1 . 

[a]D 21 +74.6±l.l° (c=1.006. MeOH) 
7tmfrtir (C26H30N2O4S) 

fi-gfifi (%) : C, 66.93: H, 6.48; N, 6.00; S, 6.87 
25 MM®. (%) : C, 66.76: H, 6.44: N, 5.88; S, 6.76 
<b£® I - 1 0 
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300MHz iH.NMR(CDCl 3 )d: 1.08(1H, m), 1.18- 1.34(2H, m), 1.40- 1.50(2H, 
m), 1.56~1.77(4H, m), 2.00-2.20(5H, m), 2.35(2H, t, J=7.2Hz), 2.55(1H. 
m). 3.86(1H, m), 5.31~5.54(2H, m), 6.26(1H, d, J=7.8Hz), 6.31 and 7.14 

(each 2H, each t, each J=2.lHz), 7.84 and 7.88(each 2H, each d, each J= 
5 8.4Hz). 

IR(CHCh): 3515, 3441, 3144, 2669, 1708. 1662, 1515, 1486, 1455, 1376 c 
m>. 

[a]D 22 +77.4±1.2° (c=1.004, MeOH) 
7cf?l##f (CzsHaoNzOeS • 0.2H 2 O) 
10 Ifgfii (%) : C. 63.32; H, 6.46: N, 6.91; S, 6.76 
H$JfiI (%) : C, 63.23; H, 6.49; N, 5.88; S, 6.67 
ibis® I - 1 1 

300MHz iH-NMR(CDCl 3 )<5 : 1.06(1H, m), 1.18- 1.29(2H, m), 1.42- 1.46(2H, 
m). 1.56~1.79(4H, m), 2.03~2.20(5H, m), 2.34(2H, t, J=7.2Hz), 2.52(1H, 
15 m), 3.82(1H, m), 4.12(2H, s), 5.29-5. 43(2H, m), 6.04(1H, d, J=7.5Hz), 7. 

09(1H, d, J=1.5Hz), 7.22~7.34(5H, m), 7.67(1H, d, J=1.5Hz). 

IR(CHCla): 3517, 3446, 2669, 1708, 1647, 1549, 1508, 1454 cm.-'. 

[a]D 21 5 +68.8±l.l° (c=1.016, MeOH) 

7Gfg#fJr (C 26 HaiN03S • O.lHzO) 
20 U-gfll (%) : C, 71.07; H, 7.16; N, 3.19; S, 7.30 

nmm (%) : c, 71.05; h, 7.11; n, 3.38; s. 7.33 
1-12 

300MHz iH-NMR(CDCI 3 )(5: 1.09(1H, m), 1.10- 1.30(2H. m), 1.40- 1.46(2H, 
m), 1.56~1.77(4H, m), 2.00-2. 22(5H, m), 2.33(2H, t, J=7.2Hz), 2.52(1H, 
25 m), 3.83(1H, m), 5.28~5.42(2H, m), 6.26(1H, d, J=6.9Hz), 7.15 and 7.63 
(each 2H, each d, each J=8.7Hz), 7.53(1H, m), 7.78— 7.82(2H, m). 
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IR(CHC1 3 ): 3515, 3446, 3371, 3138, 1708, 1648, 1610, 1496, 1163 cm >. 
[a]D 32 5 +66.5±l.l° (c=1.004, MeOH) 
7bmftVr (C27H34N2OBS • 0.4H2O) 
tmffi (%) : C, 64.11; H, 6.93; N, 5.54; S. 6.34 
5 (%) : C, 64.05; H. 6.63; N, 5.56; S, 6.12 

<h&<V!> 1-13 

300MHz iH-NMR(CDCl 3 )tf : 1.19- 1.31(3H, m), 1.36-1. 44(2H, m), 1.55-1. 

78(4H, m), 1.85~2.02(2H, m), 2.05(1H, m), 2.13-2.47(4H, m), 2.57(1H, 

m), 3.71(1H, m), 5.31-5. 54(2H, m), 6.53(1H, d, J=6.9Hz), 7.14~7.32(5H, 
10 m), 7.47(1H, br), 8.05 and 8.13(each 1H, each d, each J=1.5Hz). 

IR(CHC1 3 ): 3509, 3360, 3262, 1709. 1649, 1542, 1496, 1349, 1160 cm-'. 

[a]D 23 +59.1±l.l° (c=1.001, MeOH) 

7tmfttii (C25H30N2OBS2 • O.2H2O) 

ftWiM (%) : C, 59.31; H, 6.05; N, 5.53; S, 12.67 
15 Xftltt (%) : C, 59.17; H, 6.01; N, 5.49; S, 12.37 

<t&® I ~ 1 4 

300MHz iH-NMR(CDCl 3 )(y : 1.18- 1.32(3H, m). 1.38- 1.47(2H. m), 1.55-1. 
78(4H, m), 1.90-2.08(3H, m), 2.15— 2.31(2H, m), 2.32-2.49(2H, m), 2.59 
(1H, m), 3.74(1H, m), 5.33-5.53(2H, m), 6.35 and 7.17(each 2H, each t, 
20 each J=2.4Hz), 6.47(1H, d, J=6.3Hz), 8.21 and 8.22(each 1H, each d, each 
J=1.5Hz). 

IR(CHC1 3 ): 3506, 3412, 3144, 3107, 1727, 1709, 1656, 1540, 1504, 1456, 1 
382, 1166 cm-i. 

[a]D 23 +63.8±1.0 6 (c=1.005. MeOH) 
25 7tMfttiT (C2 3 H28N 2 0 6 S2 • O.2H2O) 

tmffi (%) : c, 57.53; h. 5.96; n, 5.83; s, 13.35 
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mmm (%) : c, 57.44; h, 5.96; n, 6.oo ; s, 13.35 

its® 1-15 

mp.l28-130°C 

300MHz iH-NMR(CDCl3)d: 1.16- 1.34(3H, m), 1.40- 1.8l(6H, m), 2.37(2H, 
5 t, J=7.2Hz), 2.57(1H ( m), 3.89(1H, m), 5.35-5.51(2H, m), 6.37 and 7.20 
(each 2H, each d, each J=2.4Hz), 7.23(1H, d, J=8.7Hz). 
IR(Nujol): 3371, 3097, 2662, 1716, 1703, 1671, 1652. 1530, 1367, 1361, 11 
87, 1162 cm-i. 

[a]D 2B +47.5±0.9° (c=1.003, MeOH) 
10 Tifkftffi (C23H28N2O5S2) 

stMM (%) : C, 57.96; H, 5.92; N, 5.88; S, 13.45 
(%) : C, 58.05; H, 5.91; N, 5.83; S, 13.38 
{(x^m 1-16 

300MHz iH-NMR(CDCl 3 )tf: 1.09(1H, m), 1.20- 1.32(2H, m), 1.42-1. 47(2H, 
15 m), 1.58~1.75(4H, m). 2.01(3H, d, J=1.2Hz), 2.00~2.16(5H, m), 2.35(2H, 

t, J=7.2Hz), 2.55(1H, m), 3.86(1H, m), 5.31-5.44(2H, m), 6.14(1H, dd, J 
=1.5 and 3.0Hz), 6.29(1H. d, J=7.5Hz). 6.86(1H, m), 7.04(1H, t, J=3.0Hz), 

7.84(4H, s). 

IR(CHC1 3 ): 3517, 3441, 2667, 1708, 1661, 1515, 1485, 1375, 1260, 1178 c 
20 m-i. 

[cr]D 25 + 73.8±l.l° (c=1.001, MeOH) 
7c3t##r (C28H32N2O5S • O.IH2O) 
H-ff^ii (%) : C, 64.20; H, 6.67; N, 5.76; S, 6.59 
(%) : C, 64.14; H, 6.65; N, 5.85; S, 6.86 
25 <b&® 1-17 

300MHz »H-NMR(CDCl 3 )d: 1.20- 1.31(3H, m), 1.40- 1.47(2H, m), 1.57-1 
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80(4H, m), 2.00-2.30(5H, m), 2.37(2H, t, J=6.9Hz), 2.60(1H, m), 3.84(1H, 
m), 5.32-5.50(2H, m). 6.32(2H, t, J=2.4Hz), 6.63(1H. d, J=6.6Hz), 7.16(2 
H, t, J=2.4Hz), 7.55(1H, t, J=8.0Hz), 7.89(1H, m), 8.06(1H, d, J=7.8Hz), 
8.30(1H, t, J=1.7Hz). 

IR(CHC1 3 ): 3394, 3145, 1726, 1709, 1669, 1374 cm-'. 
[a]D 25 +60.3±1.0° (c=1.000, MeOH) 
7zMftVf (C26H30N2OBS • O.2H2O) 

(%) : C, 63.32; H, 6.46; N, 5.91; S, 6.76 

nmm (%) = c, 63.39; h, 6.50; n, 6.16; s, 6.80 

itS® 1-18 

300MHz iH-NMR(CDCl3)(5: 1.10(1H, m), 1.20- 1.32(2H. m), 1.45(2H, t, J 
=6.9Hz), 1.58~1.74(4H, m), 2.04~2.16(5H, m), 2.28(3H, s), 2.35(2H, t, J= 
6.9Hz), 2.55(1H ( m), 3.87(1H, m), 5.31-5.44(2H, m), 5.96(1H, m), 6.18(1 
H, t, J=3.3Hz), 6.32(1H, d, J=7.5Hz), 7.25(1H, dd, J=1.8 and 3.3Hz), 7.78 
and 7.85(each 2H, each d, each J=8.7Hz). 
IR(CHC1 3 ): 3514, 3441, 1708, 1661, 1515, 1487. 1368, 1164 cm-'. 
[a]D 25 +74.0±l.l° (c=1.004. MeOH) 
7tMfrtii (C26H32N2O5S • 0.2H2O) 
M-fttt (%) : C, 63.96; H, 6.69; N, 6.74; S, 6.57 
gflMf (%) : C, 63.97; H, 6.69; N, 5.98; S, 6.54 
it&VO 1-19 

300MHz 'H-NMR(CDCl3)<y: 1.07(1H, m), 1.18- 1.31(2H, m), 1.41- 1.49(2H, 
m), 1.56-1.76(4H, m), 2.00-2.2l(5H, m), 2.34(2H, t. J=7.2Hz), 2.55(1H, 
m), 3.86(1H, m), 5.09(2H, s), 5.29-5. 43(2H, m), 6.19(2H, t, J=2.1Hz), 6. 

25(1H, d, J=7.5Hz), 6.67(2H, t, J=2.1Hz), 7.13 and 7.70(each 2H, each d, 
each J=8.4Hz). 



67 



WO 00/30683 



PCT/JP99/06317 



IR(CHC1 3 ): 3517, 3446, 3103, 2667, 1708, 1653, 1523, 1497 cm-i. 
[a]D*5+57.7±1.0° (c=1.010, MeOH) 
7G^##f (CaeHsaNaOs) 
ftlHI (%) : C, 73.63; H, 7.70; N, 6.60 
5 mm® (%) : C, 73.72; H, 7.77; N, 6.76 
ih^m 1-20 

300MHz iH-NMR(CDCl 3 )<y : 1.05(1H, m), 1.15- 1.30(2H, m), 1.86~1.45(2H, 
m), 1.55~1.72(4H, m), 2.00~2.14(5H, m), 2.32(2H, t, J=7.2Hz), 2.51(1H, 
m), 3.82(1H, m), 5.28~5.42(2H, m), 6.22(2H, d, J=7.5Hz), 6.68(1H, d, J= 
10 3.6Hz), 7.22-~7.34(2H, m), 7.52~-7.55(2H, m), 7.76 and 7.88(each 2H, eac 

h d, each J=8.7Hz), 7.97(1H, d, J=8.lHz). 

IR(CHC1 3 ): 3510, 3480, 3440, 3145, 3117, 1708, 1661, 1516, 1485, 1445, 1 
377, 1130 cm-i. 

[a]D 25 +65.9±l.l° (c=1.010, MeOH) 
15 7c5Si##f (C29H32N2O5S • 0.3H 2 O) 

§t&& (%) : C, 66.21; H, 6.25; N, 5.33; S.6.10 
^Hffl (%) : C, 66.34; H, 6.30; N, 5.63; S.5.84 
itS® 1-21 

300MHz »H-NMR(CDCl3)cy : 1.13(1H, m), 1.20- 1.31(2H, m), 1.44(2H, t, J 
20 =6.8Hz), 1.59~1.72(4H, m), 2.03~2.20(5H, m), 2.32(2H, t, J=7.2Hz), 2.54 
(1H, m), 3.83(1H, m), 4.62(2H, s), 5.31~ 5.45(2H, m), 6.25~6.26(2H, m), 
6.57(1H, d, J=7.2Hz), 7.25(1H, m), 7.81(4H, e). 

IR(CHC1 3 ): 3581, 3518, 3440, 3149, 1708, 1660, 1517, 1486, 1371, 1150 c 
m-i. 

25 [a]D 27 +72.2±l.l° (c=1.007, MeOH) 
7Cfii£-#f (C26H 32 N20 6 S) 
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ffrgfil (%) : C, 62.38; H, 6.44; N, 5.60; S.6.40 
(%) : C, 62.17; H, 6.52; N, 5.71; S.6.40 
fcism 1-22 

300MHz »H-NMR(d6-DMSO)d: 1.18- 1.33(3H, m), 1.43- 1.60(6H, m), 1.92 
-2.30(5H, m), 2.20(2H, t, J=7.5Hz), 2.38(1H, m), 3.67(1H, m), 5.30-5.36 
(2H, m), 6.85(1H, d, J=4.8Hz), 7.27(1H, d, J=4.8Hz), 7.86 and 7.94(each 
2H, each d, each J=8.7Hz), 8.37(1H, d, J=6.9Hz). 

IR(KBr): 3360, 3151, 3103, 1707, 1635,, 1569, 1530, 1328, 1284, 1140 cm- 
i. 

[a]D 27 +67.4±l.l 0 (c=1.007, DMSO) 
jumfrtir (C24H29N3O5S2 • O.3H2O) 
ff-JffiS (%) : C, 56.62; H, 5.86; N, 8.24; S, 12.60 
(%) : C, 56.74; H, 5.96; N, 8.30; S,12.31 
1-23 
mp.231-232°C 

300MHz iH-NMR(d 6 -DMSO)(y : 1.19- 1.61(9H, m), 1.95-2.08<5H, m), 2.21 
(2H, t, J=7.2Hz), 2.40(1H, m), 3.71(1H, m), 5.34-5.37(2H, m), 7.31 and 7. 
59(each 1H, each d, each J=3.6Hz), 7.98 and 8.16(each 2H, each d, each 
J=8.7Hz), 8.41(1H, d, J=7.2Hz). 

IR(KBr): 3336, 3185, 2541, 1675, 1631, 1548, 1324, 1295, 1163 cm*. 
[a] D 27+84.5±1.3° (c=1.000, DMSO) 
7bm#tif (C24H29N3O4S) 

BtWifc (%) : C, 64.22; H, 6.25; N, 8.99; S.6.86 

nmm (%) : c, 64.13; h. 6.io ; n, 8.92; s.7.08 

Jb^tll - 2 4 

300MHz »H-NMR(CDCl 3 )d: 1.14(1H, m), 1.22- 1.35(2H, m), 1.44- 1.53(2H, 



69 



WO 00/30683 



PCT/JP99/06317 



m), 1.58~1.78(4H, m), 2.02~2.28(5H. m), 2.36(2H, t. J=7.2Hz), 2.58(1H, 
m), 3.87(1H, m), 5.16~5.48(2H, m), 6.29 and 7.18(each 2H, each t, J=2. 
4Hz), 6.38(1H, d, J=7.2Hz), 7.77(1H, dd, J=1.8 and 8.7Hz), 7.82(1H, s), 7. 
91(1H, d, J=8.7Hz), 8.34(1H, d, J=1.8Hz). 
5 IR(CHC1 3 ): 3512, 3441. 3423, 3144, 2670, 1708. 1530, 1501, 1374, 1164 c 

[a] D 26 +96.1±1.4° (c=1.006, Me OH) 

7c3l#flr (C27H 3 oNa05S2 • 0.2H 2 O) 

ftWm (%) : C, 61.16; H, 5.78; N, 5.28; S, 12.09 

10 mmm (%) : c, 6i.i7 ; h, 5.74; n, 5.35,- s, 12.12 

ib&® 1-25 

300MHz >H-NMR(CDCl 3 )d: 1.06(1H, m), 1.17~1.31(2H, m), 1.39~ 1.48(2H, 
... m), 1.56~1.77(4H, m), 1.99~2.20(5H, m), 2.34(2H, t, J=7.2Hz), 2.53(1H, 
m), 3.84(1H, m), 5.29~5.42(2H, m), 6.20(1H, d, J=7.2Hz), 7.10-7.17(3H, 
15 m), 7.32(1H, dd, J=1.2 and 3.6Hz), 7.54(1H, dd, J=1.2 and 5.4Hz), 7.60 
~7.64(2H, m). 

IR(CHC1 3 ): 3518, 3447, 2669. 1708. 1651, 1596. 1515, 1483 cm K 
[a]D 26 +84.7±1.2° (c=1.003, MeOH) 

7Gjjt##f (C26H29N0 3 S2 • O.IH2O) 

20 stUm (%) : C, 65.64; H, 6.43; N, 3.06; S, 14.02 
(%) :. C, 65.58; H, 6.41; N, 3.10; S, 13.82 
1-26 

300MHz iH-NMR(CDCl 3 )(5: 1.13(1H: m), 1.20~1.33(2H, m), 1.41~ 1.50(2H, 
m), 1.56-1. 77(4H, m), 2.00~2.21(5H. m). 2.37(2H, t, J=7.2Hz), 2.55(1H, 
25 m), 3.87(1H, m), 5.31~5.45(2H, m), 6.48(1H, d, J=7.2Hz), 7.10(1H, dd, J 
=3.9 and 5.1Hz), 7.68(1H. dd. J=1.2 and 5.1Hz), 7.69(1H, dd, J=1.2 and 3. 
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9Hz), 7.84-7.88 and 7.95~7.99(each 2H, each m). 
IR(CHC1 3 ): 3518, 3441, 3382, 1708. 1659, 1515, 1329, 1158 cnr». 
[a]D 26 +75.7±1.2° (c=l. 000, MeOH) 
7X,mftVi (C 2 5H 2 9NObS 2 ) 
5 tfHtf (%) : C, 61.58; H, 5.99; N, 2.87; S, 13.15 
nmm (%) : C, 61.36; H, 6.05; N, 2.91; S, 13.13 

jb±M 1-27 

mp.213-215°C 

300MHz iH-NMR(d 6 -DMSO)<5: 1.18- 1.61(9H, m), 1.95~2.10(5H, m), 2.21 
10 (2H, t, J=7.5Hz), 2.40(1H, m), 3.71(1H, m), 5.33~ 5.38(2H, m). 7.19(1H. 
m). 7.87(1H, m), 7.96 and 8.10(each 2H, each d, each. J=8.2Hz), 8.21(1H, 
d, J=8.6Hz), 8.40(1H, m), 10.92(1H, s), 12.05(1H, brs). 
IR(Nujol): 3337, 3249, 3205, 3132, 2524, 1678, 1632, 1545, 1433, 1305 cm 
•l, 

15 [a]D2 3 +85.2±2.5° (c=0.505, MeOH) 
7GJH##f (C27H31N3O4 • O.3H2O) 
H-JffiS (%) : C 69.72; H. 6.80; N. 9.03 
(%) : C, 69.76; H, 6.75; N, 8.76 
fc&m 1-28 

20 300MHz iH-NMR(CDCl 3 )<y : 1.07(1H, m), 1.18~ 1.32(2H, m), 1.40~1.50(2H, 
m), 1.56~1.78(4H, m), 2;00-2.21(5H m), 2.34(2H, t, J=7.2Hz). 2.54(1H, 
m), 3.85(1H, m), 5.29- 5.42(2H, m), 6.17(1H. d, J=6.9Hz), 7.07(1H, dd, J 
=1.2 and 5.1Hz), 7.15(2H. d J=8.7Hz), 7.43(1H, dd, J=3.0 and 5.1Hz), 7.5 
1(1H, dd. J=1.2 and 3.0Hz). 7.62(2H, d. J=8.7Hz). 
25 IR(CHC1 3 ): 3510, 3447. 3110, 2666, 1708. 1651, 1596, 1515, 1482 cm-'. 
[a]D 27 +85.9±1.3° (c=1.007, MeOH) 
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7Df}l##T (C25H29NO3S2) 

(%) : C, 65.90; H, 6.42; N, 3.07; S, 14.07 
&Bt& (%) : C, 65.60; H, 6.36; N, 3.36; S, 13.86 
ib^i® 1-29 
5 mp.l23-125°C 

300MHz iH-NMR(CDCl 3 )<5 : 1.12(1H, m), 1.18~ 1.34(2H, m), 1.42- 1.50(2H, 
m), 1.56~1.78(4H, m), 2.02~2.21(5H, m), 2.35(2H, t, J=7.2Hz), 2.55(1H, 
m), 3.88(1H, m), 5.31~5.45(2H, m), 6.42(1H, d, J=6.0Hz), 7.31(1H, d, J= 

5.1Hz), 7.40(1H, dd, J=3.0 and 5.1Hz), 7.87 and 7.96(each 2H, each d, ea 
10 ch J=8.7Hz), 8.11(1H, d. J=3.0Hz). 

IR(Nujol): 3286, 3108, 2671, 1701, 1641, 1546, 1327, 1156 cm-». 

[a] D 2T+75.3±1.2° (c=1.004, MeOH) 

7Gfg#«T (C26H29NOBS2) 

tHItf (%) : C, 61.58; H, 5.99; N, 2.87; S, 13.15 
15 (%) : C, 61.39; H, 5.94; N, 3.02; S, 12.99 

fc^tai - 3 0 

300MHz iH-NMR(CDCl3)tf : 1.12(1H. m), 1.23- 1.34(2H, m), 1.43~ 1.52(2H, 
m), 1.58-1. 79(4H, m), 2.02~2.24(5H. m), 2.36(2H, t, J=7.2Hz), 2.53(1H, 
m), 3.87(1H, m), 5.32~5.45(2H, m), 6.11(1H. d, J=3.6Hz), 6.28(1H, d, J= 
20 7.5Hz), 6.35 and 7.09(each 2H, each t, each J=2.1Hz), 7.16(1H, d, J=3.6H 

z). 

IR(CHC1 3 ): 3512, 3438, 3142, 1741, 1709, 1653, 1623, 1564, 1508 cm-'. 
[a]D 26 +102.4± 1.4° (c=1.006, MeOH) 
TtMfttii (C23H28N2O4 • O.2H2O) 
25 fH*i& (%) : C, 69.05; H 7.15; N, 7.00 
%mm (%) : C, 69.12: H. 7.10; N. 6.95 
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i^m i-3i 

300MHz iH-NMR(CDCl 3 )(5: 1.04(1H, m), 1.08- 1.28(2H, m), 1.41- 1.46(2H, 
m), 1.55-1.78(4H, m), 1.99-2. 16(5H, m), 2.34(2H, t, J=7.2Hz), 2.51(1H, 
m), 3.81(1H, m), 4.13(2H, s), 5.29-5. 42(2H, m) ( 5.96(1H, d, J=8.lHz), 6. 
5 77(1H, ddd, J=0.9, 0.9 and 3.9Hz), 7.20~7.35(5H, m), 7.37(1H, d, J=3.9H 

z). 

IR(CHCla): 3511, 3445, 2670, 1708, 1642, 1544, 1507, 1455 cm-». 
[a]D 26 +67.1±l.l° (c=1.015, Me OH) 

7DjH##f (C26H31NO3S) 
10 WrWm (%) : C, 71.36; H, 7.14; N, 3.20: S, 7.33 
(%) : C, 71.19; H, 7.16; N, 3.34; S, 7.26 

ih^m 1-32 

300MHz iH.NMR(CDCl 3 )<5 : 1.22- 1.85(9H, m), 1.95-2.53(7H, m), 2.66(1H, 
m), 3.84(1H, m), 5.37-5.60(2H, m), 6.79(1H, d, J=6.0Hz), 7.01-7.17(5H, 
15 m), 7.83(1H, dd, J=1.5 and 8.7Hz), 7.53(1H, d, J=8.7Hz), 7.89(1H, s), 8. 
35(1H, s), 8.83(1H, d, J=1.5Hz). 

IR(CHC1 3 ): 3509, 3437, 3364, 3209, 1710, 1634, 1495, 1344, 1158 cm*. 
[a]D 28 +36.6±0.8° (c=1.005, MeOH) 
7Gfg#*T (C29H32N2O5S2 • O.2H2O) 
20 ffgflt (%) : C, 62.61; H, 5.87; N, 5.04; S, 11.53 

mmm (%) : a 62.53; h, 5.87; n, 5.21; s, 11.42 
it&m 1-33 

300MHz iH-NMR(CDCl 3 )(5: 1.13(1H, m), 1.20- 1.37(2H, m), 1.46- 1.56(2H, 
m), 1.60-1.80(4H, m), 2.02-2.28(5H. m). 2.38(2H, t, J=7.2Hz), 2.64(1H, 
25 m), 3.94(1H, m), 5.35-5.50(2H. m), 6.21(1H, d, J=7.2Hz), 6.28 and 7.21 
(each 2H, each t, each J=2.4Hz), 7.81(1H, dd, J=1.8 and 8.7Hz), 7.91(1H, 
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d, J=8.7Hz). 7.99(1H, s), 8.97(1H, d, J=1.8Hz). 
IR(CHC1 3 ): 3513, 3438, 3144, 3096, 1708, 1656, 1518, 1374 cm-'. 
[a]D 26 +40.1±0.8° (c=1.010, MeOH) 
TzMftVr (CZ7H30N2O6S2 • O.2H2O) 
5 ftf-gll (%) : C, 61.16; H, 5.78; N, 5.28; S, 12.09 
££«!<! (%) : C, 61.16; H, 5.76; N, 5.43; S, 12.05 
jbj^fe 1-3 4 

300MHz iH-NMR(CDCla)tf: 1.18- 1.35(3H, m), 1.40- 1.48(2H, m), 1.57-1. 
79(4H, m), 1.99~2.21(5H, m), 2.37(2H, t, J=7.2Hz), 2.50(1H. m), 3.80(1H, 
10 m), 5.32-5.47(2H, m), 6.38(2H. t, J=2.4Hz), 6.54(1H. d. J=7.5Hz), 7.12 
and 7.13(each 1H, each d, each J=3.6Hz), 7.20(2H, t, J=2.4Hz). 
IR(CHC1 3 ): 3512, 3433, 3144, 2686, 1708, 1669, 1591, 1528, 1475, 1457, 1 
394 cm-i. 

[a]D 26 +74.3±l.l 0 (c=1.007, MeOH) 
15 Ttmfttt (C23H28N2O5S) 

ffSHi (%) : C, 59.98; H, 6.13; N, 6.08; S. 6.96 . 

mmm (%) : c, 59.71; h, 6.22; n, 6.io ; s, 7.02 

jb^l 1-35 
mp.l02-103*C 

20 300MHz iH-NMR(CDCl 3 )<y : 1.05(1H, m), 1.18— 1.30(2H, m), 1.38- 1.48(2H, 
m), 1.55~1.78(4H, m), 1.99-2.19(5H, m), 2.35(2H, t, J=7.2Hz), 2.52(1H, 
m), 3.81(1H, m), 5.20(2H, d, J=0.9Hz), 5.30~5.42(2H, m), 5.99(1H, d, J= 
7.2Hz), 6.20 and 6.71 (each 2H, each t. each J=2.lHz), 6.86(1H, td, J=0. 
9 and 3.9Hz), 7.37(1H. d. J=3.9Hz). 
25 IR(Nujol): 3393, 3093. 6064, 2669, 1704, 1616, 1523, 1522 cm-'. 
[a]D 26 +71.1±l.l° (c=1.005, MeOH) 
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7CfH##f (C24H30N2O3S) 

. tfgtt (%) : C, 67.58; H, 7.09; N, 6.57; S, 7.52 
nmiM (%) : C, 67.45: H, 7.09: N, 6.58; S. 7.67 
jfr&jftl - 3 6 

•6 300MHz iH-NMR(CDCl 3 )tf: 1.07(1H, m), 1.18~ 1.31(2H, m), 1.40~ 1.48(2H, 
m), 1.56~1.78(4H, m), 2.00~2.20(5H, m), 2.35<2H. t, J=7.2Hz), 2.53(1H, 
m), 3.82(1H, m), 5.31~5.43(2H, m), 6.02(1H, d, J=7.2Hz), 7.15 and 7.44 
(each 1H, each d, each J=3.9Hz), 7.20~7.33(5H, m). 
IR(CHCla): 3511, 3444, 3426, 3031, 2665, 1708, 1646, 1530, 1499. 1477, 1 
10 421, 1318 cm-i. 

[a]D 26 +74.8±l.l° (c=1.004, MeOH) 
TC^^tFf (C26H29NO3S2) 

ff-gffi (%) : C, 65.90; H, 6.42; N, 3.07; S, 14.07 
HiUfi (%) : C, 65.61; H. 6.40; N, 3.19; S, 14.18 
15 ih-&® 1-37 

300MHz iH-NMR(CDCl 3 ) 6 : 1.09(1H, m), 1.17-1. 31(2H, m), 1.38- 1.47(2H, 
m), 1.54~1.74(4H. m). 2.00-2.17(5H m), 2.34(2H, t, J=7.2Hz), 2.52(1H, 
m), 3.80(1H, m), 5.30~5.43(2H, m), 6.27(1H, d, J=7.2Hz), 7.41(lH, d, J= 

4.2Hz), 7.51~7.64(4H, m), 7.98(2H, m). 
20 IR(CHC1 3 ): 3515, 3442, 3366, 1708, 1656, 1530, 1504, 1327, 1156 cm-i. 

[a]D 26 +73.1±l.l° (c=1.004, MeOH) 

TiMftVi (C26H29NO6S2 • O.2H2O) 

stMB (%) : C, 61.13: H, 6.03: N, 2.85; S, 13.05 

Hiifil (%) : C, 60.94: H. 6.02: N, 2.86: S. 13.12 
25 itS® 1-38 

mp.ies-ies'C 
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300MHz iH-NMR(CDCl 3 )<? : 1.24- 1.43(3H. m), 1.52- 1.87(8H. m), 2.10(1H, 
d, J=3.0Hz), 2.30~2.55(4H, m), 2.71(1H, m), 3.66(1H. m), 5.38 and 5.63 
(each 1H. each m), 7.13(1H, d, J=1.5Hz), 7.34(1H, d, J=5.4Hz), 7.49-7.6 
0(3H, m), 7.86~7.89(2H, m), 8.49(1H, s), 8.69(1H. d, J=1.5Hz). 
5 IR(KBr): 3367, 3261, 3090, 1726, 1645, 1618, 1589, 1577, 1535, 1513, 142 
6, 1396, 1289, 1197 cm-i. 
[a]D 23 +84.5±1.2° (c=1.006, Me OH) 
7CiH##r (C26H30N2O4S) 

ATM®. (%) : C, 66.93; H, 6.48; N, 6.00; S, 6.87 
10 gffiijfil (%) : C, 66.97: H, 6.36; N, 6.01: S. 6.89 
1-39 

300MHz iH-NMR(CDCl 3 )(? : 1.25- 1.80(9H, m), 1.87~2.05(3H, m), 2.14-2. 
29(2H. m), 2.37(2H, t, J=6.9Hz), 2.57(1H, m), 3.73(1H, m), 5.35 and 5.49 
(each 1H, each m), 6.71(1H, d, J=6.6Hz), 6.87(1H, d, J=1.5Hz), 7.43-7.4 
15 8(2H, m), 7.56(1H, m), 7.63QH s), 7.64((1H, j, J=1.5Hz), 7.73~7.76(2H, 
m). 

IR(CHC1 3 ): 3510, 3379, 3247, 3108. 1709. 1637, 1556. 1516, 1448, 1365, 1 
319, 1161 cm-'. 

.[a]D 23 +61.1±1.0° (c=1.004, MeOH) 
20 7tmfttif (C2BH30N2O5S2 • O.2H2O) 

IHHS (%) : C, 59.31; H, 6.05; N, 5.53; S, 12.67 

mmm (%) : c, 59.38; h, 6.n ; n, 5.75; s, 12.41 

1-40 

300MHz iH-NMR(CDCl 3 )<5: 1.11(1H, m), 1.24- 1.31(2H, m), 1.44- 1.52(2H, 
25 m). 1.60-1.79(4H, m), 2.00~2.21(5H, m), 2.37(2H, t, J=7.2Hz), 2.56(1H. 
m), 3.86(1H, m), 5.32-5.46(2H, m), 6.11(1H, d, J=7.8Hz), 7.25 and 7.49 
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(each 1H, each d. each J=4.2Hz), 7.30— 7.43(3H. m), 7.60~7.63(2H, m). 
IR(CHC1 3 ): 3510, 3445, 3428. 1739, 1708, 1643. 1540, 1510, 1491, 1454 c 
nr 1 . 

[a] D 36+88.0±1.3° (c=1.012, Me OH) 
7GJ!t##r (C 2 5H 29 N03S • 0.2H 2 O) 
ff-gfl (%) : C, 70.29; H, 6.94; N, 3.28; S, 7.51 
(%) : C, 70.35; H, 7.01; N, 3.59; S, 7.46 
fcism 1-41 

300MHz iH-NMR(CDCl 3 )cy : 1.13(1H, m), 1.22- 1.32(2H, m), 1.46- 1.51(2H, 
m), 1.60~1.76(4H, m), 2.04~2.17(5H. m). 2.36(2H. t, J=7.2Hz). 2.57(1H, 
m), 3.86(1H, m), 5.32~5.46(2H, m), 6.30(1H, d, J=8.4Hz), 7.48-7.65(5H. 
m), 7.84~7.88(2H, m). 

IR(CHC1 3 ); 3511, 3443, 3425, 1708, 1643, 1529, 1506, 1448 cm-». 

ta]D25+92.4±1.3° (c=1.000, MeOH) 

Ttm^m (C26H29NO4S2 • 0.2H2O) 

Wcnm (%) : C. 68.61;. H, 6.51; N, 3.08; S, 7.04 
^ffiflfit (%) : C, 68.55: H. 6.52; N. 3.13: S. 7.03 
ikSm 1-42 

300MHz iH-NMR(CDCb)d: 1.10(1H, m), 1.27- 1.31(2H, m), 1.49(2H, brs), 
1.59~1.80(4H, m), 2.00~2.20(5H, m), 2.36(2H. t, J=7.2Hz), 2.55(1H, m), 
3.85(1H, m), 5.31~5.45(2H, m), 6.14(1H. d, J=7.2Hz), 7.13(1H, d. J=3.9 

Hz), 7.30UH, dd, J=1.2 and 5.1Hz), 7.36(1H, dd, J=3.0 and 5.1Hz), 7.45 

~7.46(2H. m). 

IR(CHC1 3 ): 3511, 3445, 3428, 3109, 1708, 1642. 1523, 1499, 1456 cm-'. 
[a]D 25 +82.9±1.2 4 (c=1.006, MeOH) 

7tfj§##T (C2 3 H 2 7N0 3 S2 • O.IH2O) 



77 



/ 



WO 00/30683 PCT/JP99/06317 

ftfttt (%) : C 64.04; H, 6.36; N, 3.25; S, 14.86 

nmm (%) = c, 63.99; h, 6.52; n, 3.23; s, 14.85 

fc&t) I - 4 3 

300MHz iH-NMR(CDCl 3 )6: 1.10(1H, m), 1.22~ 1.31(2H, m), 1.46~ 1.51(2H, 
5 m), 1.60~1.80(4H, m), 2.03~2.22(5H, m), 2.37(2H, t, J=7.2Hz), 2.55(1H, 
m), 3.85(1H, m), 5.32~-5.45(2H, m), 6.07(1H, d, J=7.5Hz), 7.04(1H, dd, J 
=3.6 and 5.4Hz), 7.11(1H, d, J=3.9Hz), 7.24(1H, dd, J=1.2 and 3.6Hz), 7.2 
8(1H, dd, J=1.2 and 5.4Hz), 7.42(1H, d J=3.9Hz). 

IR(CHC1 3 ): 3511, 3445, 3428, 3113, 3073, 2667. 1708, 1643, 1521, 1498, 1 
10 455 cm- 1 . 

[a]D 25 +89.5±1.3° (c=1.005, MeOH) 

7cHt#tff (C23H27NO3S2 • O.IH2O) 

ftnm (%) : C, 64.04; H, 6.36; N, 3.25; S, 14.86 

mmm (%) : c, 63.93; h, 6.39; n, 3.46; s, 14.61 

15 <t&%) I - 4 4 
mp.l46-147°C 

300MHz iH-NMR(CDCl 3 )(5: 1.10(1H, m), 1.24- 1.31(2H, m), 1.46~ 1.51(2H, 
m), 1.61~1.82(4H, m), 2.00~2.24(5H, m), 2.37(2H, t, J=7.2Hz), 2.37(3H, 
s), 2.56(1H, m), 3.85(1H, m), 5.31~5.45(2H, m), 6.06(1H, d, J=6.9Hz), 7. 
20 20 and 7.51(each 2H, each d, each J=9.0Hz), 7.21 and 7.48(each 1H, eac 
h d, each J=3.9Hz). 

IR(CHC1 3 ): 3517, 3445, 3428. 1740, 1708, 1642, 1542, 1518, 1498, 1451 c 

[a]D 2 <5+89.3±1.3 0 (c=1.009, MeOH) 
25 Ttmfttii (C2eH 3 iN0 3 S) 

ffflffi (%) : C, 71.36: H, 7.14; N, 3.20; S, 7.33 
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nmm (%) : c. 71.51; h, 7.10; n, 3.20; s, 7.33 

ih&m 1-45 
mp-HO-lie'C 

300MHz >H-NMR(CDCl3)(5: 1.10(1H, m), 1.24- 1.31(2H, m), 1.46-1.51(2H, 
5 m), 1.61~1.83(4H, m), 2.00-2.25(5H, m), 2.37(2H, t, J=7.2Hz), 2.56(1H, 
m), 3.84(3H, s), 3.85(1H, m), 5.31-5.45(2H. m). 6.04(1H, d, J=7.5Hz), 6. 
93 and 7.55(each 2H, each d, each J=8.7Hz), 7.15 and 7.46(each 2H, eac 
h d, each J=4.2Hz). 

IR(CHC1 3 ): 3515, 3445, 3428, 1740, 1708, 1640. 1608, 1541, 1499, 1453, 1 
10 178 cm-i. 

la]D 26 +88.0±1.3° (c=1.010, MeOH) 

Ttmnm (c 2 6h 31 no4S) 

tUMt (%) : C, 68.85; H, 6.89; N, 3.09; S, 7.07 
(%) : C, 68.87; H, 6.82; N, 3.11; S, 7.19 
15 -fb^ 1-46 
mp.l24-125 ,, C 

300MHz iH-NMR(CDCl 3 )(y : 1.10(1H, m), 1.24- 1.32(2H, m), 1.46- 1.51(2H, 
m), 1.61-1.82(4H, m), 2.00-2.24(5H, m), 2.37(2H, t, J=7.2Hz), 2.56(1H, 
m), 3.85(1H. m), 5.32-5.45(2H, m), 6.06(1H, d. J=7.2Hz), 7.10(2H, t, J= 
20 8.7Hz), 6.19 and 7.47(each 1H, each d, each J=3.6Hz), 7.56— 5.60(2H, m). 

IR(CHC1 3 ): 3516, 3445, 3428, 2672, 1740, 1708, 1643, 1542, 1519, 1498, 1 

452 cm- 1 . 

[a]D? 6 +83.3±1.2° (c=1.005, MeOH) 
Ttmfttir (C26H28FNO3S) 
25 ff-gffi (%) : C, 68.00: H, 6.39: N, 3.17: F. 4.30; S, 7.26 
(%) : C. 67.90; H. 6.34; N, 3.25; F. 4.31; S, 7.20 
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itS® I -4 7 

30OMHz iH-NMR(CDCl 3 )<5 : 1.10(1H. m), 1.18~ 1.32(2H, m), 1.38~ 1.48(2H, 
m), 1.56~1.76(4H, m), 2.00~2.18(6H, m), 2.35(2H, t, J=7.2Hz), 2.53<1H, 
m), 3.81(1H, m), 5.31~5.43(2H, m), 6.32(1H, d, J=7.5Hz), 7.11(1H, dd, J 
5 =3.9 and 5.1Hz), 7.42 and 7.62(each lH i each d, each J=3.9Hz), 7.70{1H, 
dd, J=1.5 and 5.1Hz), 7.74(1H, dd, J=1.5 and 3.9Hz). 

IR(CHCb): 3516, 3442, 3378, 1708, 1655, 1530, 1504, 1336, 1153 cnr». 

[a]D 25 +74.3±l.l° (c=1.000, Me OH) . 

7tmfrtii (C23H27NO5S3 • 0.1H2O) 

10 tHtft (%) : C, 55.76; H, 5.53; N. 2.83; S. 19.41 
(%) : C 55.49; H, 5.64; N, 3.09; S, 19.32 
fc&m 1-48 
mp.ll2-115°C 

300MHz iH-NMR(CDCl 3 )(y : 1.13~ 1.30(3H. m), 1.34— 1.45(2H, m), 1.50—1. 
15 82(4H, m), 1.94~2.27(5H, m), 2.34(2H, t, J=7.2Hz), 2.56(lH. m), 3.74(1H, 

m), 5.22(2H, s), 5.31- 5.50(2H, m), 6.64(1H, d, J=6.6Hz). 6.84(1H, d, J= 

3.9Hz), 6.93 and 7.05(each 1H, each s), 7.47(1H, d, J=3.9Hz), 7.66(1H. s). 

IR(Nujol): 3339, 3102, 2464, 1691, 1635, 1622, 1551. 1288 cm 1 . 

[a]D 26 +71.2±l.r (c=1.005, MeOH) 
20 TCfg^flr (C23H29N3O8S) 

fj-gfil (%) .: C, 64.61; H, 6.84; N, 9.83; S, 7.50 
(%) : C, 64.54; H, 6.85; N, 9.78; S, 7.42 
I - 4 9 

300MHz iH-NMR(CDCl 3 )<5 : 1.08(1H. m), 1.16- 1.30(2H. m), 1.38~ 1.47(2H, 
25 m), 1.54-1.77(4H, m), 1.98~2.20(5H, m), 2.34(2H. t. J=7.2Hz), 2.52(1H, 
m), 3.79(1H, m), 5.30~5.42(2H f m), 5.47(2H, s), 6.16(1H, d, J=6.9Hz), 6- 
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30(1H, t, J=2.lHz), 6.94 and 7.41(each 1H, each d, each J=3.6Hz), 7.47 a 

nd 7.57(each 1H, each d, each J=2.lHz). 
LR(CHC1 3 <): 3510, 3444, 3426, 1709, 1646, 1546, 1512 cnr». 

[a]D 25 +68.6±l.l° (c=1.011, MeOH) 
5 nM&ti (C23H29N3O3S • OlHaO) ■■.•x 

H-^ffl (%) : C, 64.34; H, 6.85; N, 9.79; S, 7.47 
(%) : C 64.10; H, 6.93; N, 9.90 ; S, 7.52 

it&m 1 - 5 0 

mp.l26-128°C 

10 300MHz 'H-NMR(CDC1 3 )<5 : 1.12(1H, m), 1.18~ 1.33(2<H.. m), 1.40~ 1.50(2H. 
m), 1.55~1.78(4H. m), 2.00~2.21(<5H. m), 2.54(lH, m), 3.87(1H, m), 5.30 
~5.44(2H. m), 6.43(1H, d, J=6.6Hz), 7.48~7.62(3H, m), 7.83~7.95(5H, 
m). 

IR(Nujol): 3284, 3058, 2669, 1701, 1641, 1546, 1326, 1294. 1160 cm* 1 . 
15 [a]D 2B +77.2±1.2 0 (c=1.007, MeOH) 
TzMfttii (C 27 H 31 N06S) 

stnm (%) : C, 67.34: H, 6.49; N. 2.91; S. 6.66 
MMB (%) : C, 67.20: H, 6.38; N, 2.88; S, 6.58 
fti^fel ~ 5 1 
20 mp.l03-107°C 

300MHz -H-NMR(CDCl3) 6 : 1.14(1H, m). 1.18~ 1.33(2H, m). 1.40- 1.50(2H. ' 
m), 1.54-1. 77(4H, m), 2.00~2.20(5H, m), 2.34(2H, t, J=7.2Hz), 2.54(1H, 
m), 3.85(3H, s), 3.86(lH, m), 5.30~5.45(2H, m), 6.48(1H, d, J=6.9Hz), 6. 

96(2H, m), 7.81~7.91(6H, m). 
25 IR(Nujol): 3273. 3067. 2669, 1702, 1639. 1560, 1548, 1323, 1301. 1274, 11 

56 cm 1 . 
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[a]D 26 +76.4±1.2° (c=1.002, MeOH) 
Ttmfttf (CjsHaaNOeS) 

tt#<E (%) : C, 65.73; H, 6.50; N, 2.74; S, 6.27 
(%) : C, 65.50; H, 6.46; N, 2.82; S, 6.25 
5 1-52 

300MHz »H-NMR(CDCl3)<5: 1.17(1H, m), 1.26- 1.34(2H, m), 1.47- 1.53(2H, 
m), 1.60~1.76(4H, m), 2.04~2.21(5H, m), 2.36(2H, t, J=7.2Hz), 2.60(1H, 
m), 3.91(1H, m), 5.32~5.47(2H, m), 6.46(lH, d, J=8.4Hz). 7.17(1H, dd, J 

=3.9 and 5.1Hz), 7.61(lH, dd, J=1.2 and 3.9Hz). 7.76(1H, dd, J=1.2 and 5. 
10 1Hz). 7.87(4H, s-like). 

IR(CHCl3): 3518, 3444, 2663, 1708, 1638. 1517, 1494, 1414 cm ». 

[a]D 25 +86;6±1.3° (c=1.008, MeOH) 

%%9tm (C26H29N04S) 

ff-giit (%) : C, 69.15; H, 6.47; N, 3.10; S, 7.10 
15 %m®. (%) : C, 68.86; H, 6.70; N, 3.15; S, 6.95 

\t&mt - 5 3 

mp.l44-145°C 

300MHz iH-NMR(CDCl 3 )<5: 1.20-2.54(16H, ni), 2.62(1H. m), 3.69(3H, s), 
5.35— 5.56(2H. m), 6.36 and 7.17(each 2H, each t, each J=2.4Hz), 6.66(lH, 
20 d, J=6.3Hz), 8.05 and 8.07(each 1H, each d, each J=1.5Hz). 

IR(Nujol): 3509, 3406, 3146, 3110, 1728, 1708, 1653, 1535, 1375. 1189, 11 
66 cm 1 . 

[cr]D 2B +67.9±l.l° (c=1.007, MeOH) 
(C23H28N2O6S2) 
25 ftrgfg (%) : C. 57.96; H, 5.92; N, 5.88; S. 13.45 
Hffiijfil (%) : C, 58.19; H, 5.95: N, 5.75: S, 13.09 
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1-54 

300MHz iH-NMR(CDCl 3 )(5 : 1.22~2.57(16H, m), 2.68(1H, m), 3.66(3H, s), 
5.37~5.63(2H, m), 6.20, 6.35, 6.74 and 6.87(each 2H, each t, each J=2.4 
Hz), 6.92(1H, d, J=5.4Hz), 8.27(1H, s). 
5 IR(CHC1 3 ): 3402, 3143, 3108, 1725, 1710, 1650, 1516. 1375 cm-'. 
[a]D 26 +70.0± 1.1° (c=1.006, MeOH) 
7SMt##r (C27H31N3O6S2 • O.3H2O) 
fftJltt (%) : C, 59.28; H, 5.82; N. 7.68; S, 11.72 
HSHi (%) : C, 59.28; H, 5.77; N. 5.58; S. 11.68 
10 jb^l_Lz 5 5 

300MHz iH-NMR(CDCl 3 )<? : 1.10(1H, m), 1.18~ 1.31(2H, m), 1.40~ 1.45(2H, 
m), 1.57-1. 74(4H, m), 2.00~2.10(5H, m), 2.35(2H, t, J=7.2Hz), 2.38(3H, 
s), 2.52(1H, m), 3.80(1H, m), 5.31~5.43(2H, m), 5.99(1H, m), 6.20(1H, t, 
J=3.3Hz), 6.30(1H, d, J=6.9Hz), 7.18(1H, dd, J=1.8 and 3.3Hz), 7.40 and 
15 7.53(each 1H. each d, each J=3.9Hz). 

IR(CHCh): 3513, 3442, 3149, 3100, 1708, 1657, 1530, 1504, 1375. 1183, 1 

161 cm-'. 

[a]D"+70.3±1.5° (c=0.730, MeOH) 
7C^^-«f (C24H30N2OBS2 • 0.4H2O) 
20 ft©!® (%) : C, 57.90; H, 6.24; N, 5.63; S, 12.88 
(%) : C, 58.08; H, 6.28; N, 5.77; S, 12.54 
Jb£% 1-56 

300MHz iH-NMR(d 6 -DMSO)tf : 1.06- 1.59(9H, m), 1.93~2.07(5H, m), 2.21 
(2H, t, J=7.2Hz), 2.35(1H. m), 3.65(1H, m). 5.30~5.41(2H. m), 6.90 and 7. 
25 69(each 1H, each d, each J=4.2Hz).. 7.55~7.64(3H, m). 7.99-v8.04(3H, m), 
11.73(1H, s), 12.0K1H. brs). 
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IR(KBr): 3562, 1708, 1616, 1564, 1523, 1454. 1295 cm-'. 
[a]D 27 +71.2±l.l° (c=1.000, MeOH) 

(C26H30N2O4S • 0.2H 3 O) 
ftWiM (%) : C, 66.42; H, 6.52; N. 5.96; S, 6.82 
5 MUM (%) : C, 66.43; H, 6.32; N, 6.17; S, 6.75 
1-57 

300MHz iH-NMR(de-DMSO)(5: 1.05~ 1.56(9H, m), 1.91~2.05(5H, m), 2.19 
(2H, t, J=7.2Hz), 2.29(1H, m). 3.56(1H, m), 5.28~5.38(2H, m), 6.54 and 7. 
56(each 1H, each d, each J=4.2Hz), 7.59~7.62(3H, m), 7.76~7.79(2H, m), 
10 8.06(1H. d, J=6.9Hz), 11.10(1H, s), 11.99(1H, brs). 

IR(KBr): 3384, 3084, 1707, 1616, 1553, 1523, 1459, 1350, 1322, 1161 cm- 
i. 

[a]D"+62.4±1.0° (c=1.005, MeOH) 
itmfttir (C26H30N2O5S2 • O.2H2O) 
15 H-gfil (%) : C, 59.31; H, 6.05; N, 5.53; S, 12.66 

mmm (%) : c. 59.36; h. 5.75; n, 5.55; s, 12.38 

1-58 

300MHz iH-NMR(CDCl 3 )d : 1.07(1H, m), 1.17— 1.33(2H, m), 1.36~ 1.50(2H, 
m), 1.54~1.75<4H, m), 2.00~2.20(5H, m), 2.35(2H, t. J=7.2Hz), 2.45(3H, 
20 s), 2.52(1H, m), 3.80(1H, m), 5.31~5.43(2H, m), 6.12(1H, d, J=7.5Hz), 6. 

32 and 7.18(each 2H, each t, each J=2.4Hz), 7.22(1H, s). 

IR(CHC1 3 ): 3316, 3442, 3145, 2668, 1708, 1657. 1545, 1509, 1455. 1375, 1 

190, 1165, 1057 cm-i. 

[a]D 26 + 75.8±1.2* (c=1.002, MeOH) 
25 TbMfttfT (C24H30N2O6S2 • O.IH2O) 

mniM (%) : C. 58.54; H, 6.18; N, 5.69; S, 13.02 
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(%) : C, 58.35: H. 6,29; N„ 5.74: S. 12.92 

it^m I ~ 5 9 

300MHz iH-NMR(CDCl 3 )(5 : 1.05(1H, m), 1.16- 1.30(2H, m), 1.38- 1.48(2H, 
m), 1.53-1.79(4H. m), 1.98-2.1*F(5H, m), 2.34(2H, t. J=7.2Hz), 2.50(1H, 
5 m), 3.79(1H, m), 5.30~5.42(2H, m), 6.00(1H, d, J=7.5Hz), 7.01(1H, dd, J 
=3.6 and 5.4Hz), 7.03(1H, d, J=3.9Hz), 7.29(1H, dd, J=1.2 and 3.6Hz), 7.3 
3(1H, d, J=3.9) 7.43(1H, dd, J=1.2 and 5.4Hz). 

IR(CHC1 3 ): 3517, 3444, 3426, 2670. 1708, 1645, 1530, 1499, 1421, 1318 c 
m-i. 

10 [a]D 26 +70.8±l.l° (c=1.018. MeOH) 
Ttm^m (C 23 H27N0 3 S3) 

ffgfit (%) : C, 59.84; H, 5.89; N. 3.03; S, 20.84 

mmm (%) : c, 59.73; h, 5.99; n. 3.15; s, 20.70 

ib&W 1-60 

15 300MHz >H-NMR(CDCl3)<5 : i.07(lH, m), 1.17- 1.32(2H, in), 1.40-1. 50(2H, 
m), 1.56~1.80(4H, m), 1.99-2.21CSH, m), 2.34(2H, t. J=7.2Hz). 2.54(1H, 
m), 3.85(1H. m), 5.29-5. 42(2H, m% 6.20(lH. d. J=6.9Hz), 7.23~7.45(7H. 
m). 7.55(2H, d. J=8.lHz). 
IRCCHCh): 3516. 3447, 2667, 1708, 1651, 1596, 1514, 1481 cm-'. 

20 la]D 26 +89.1±1.3° (c=1.006, MeOH) 

TtmftWi (C27H31NO3S • 0.2H2O) 

ffgfil (%) : C, 71.56; H, 6.98; N, 3.09; S 7 7.07 
MM®. (%) : C, 71.39; H, 6.97; N, 3.16: S. 6.94 

jb£tt i-6i 

25 300MHz iH-NMR(GDCl 3 )(5 : 1.06(1H„ m), 1.18- 1.3K2H, m), 1.41- 1.50(2H. 
m). 1.55~1.80(4H, m), 1.99~2.20(5H. m), 2.35(2H, t, J=7.2Hz), 2.52(1H. 
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m), 3.82(lH, m), 5.31-5.43(2H, m), 5.97(1H. d. J=6.6Hz), 6.45(1H. d, J' 
4.2Hz), 7.11~7.20(3H, m), 7.28(1H, d, J=4.2Hz). 7.33~7.40(2H, m). 
IR(CHC1 3 ): 3515, 3445. 3427, 2667, 1740, 1708. 1640, 1506, 1475 cm-', 
[a]D 27 +71.3±l.l° (c=1.002. Me OH) 
5 Ttmfttii (C 25 H29N0 4 S) . 

tH*fe (%) : C, 68.31; H, 6.65; N, 3.19; S, 7.29 
(%) : C, 68.41; H, 6.87; N, 3.22; S, 7.35 
<h&® 1-62 

300MHz iH-NMR(CDCl 3 )cy : 1.14(1H, m), 1.20- 1.35(2H, m), 1.42- 1.54(2H, 
10 m), 1.57~1.77(4H. m), 2.00~2.23(5H. m), 2.35(2H, t, J=7.2Hz). 2.58(1H, 
m), 3.88(1H, m), 5.32~5.46(2H, m), 6.31 and 7.19(each 2H, each t, each 
J=2.4Hz), 6.33(1H, d, J=7.5Hz), 7.77(1H, dd, J=1.8 and 8.4Hz), 7.77(lH, 

s), 7.87(1H, d, J=8.4Hz), 8.38(1H, d, J=1.8Hz). 

IR(CHC1 3 ): 3514, 3442, 3422, 3144, 2670, 1708, 1654, 1525, 1375, 1193, 1 
15 171 cm'. 

[a]D"+89.8±1.3° (c=1.000, MeOH) 

TtMftffi (C27H30N2O5S2) 

StJM6 (%) : C 61.58; H, 5.74; N. 5.32; S, 12.17 

mmm (%) : c, 61.42; h. 5.86; n, 5.57; s, 11.98 

20 I - 6 3 

mp.l80-181'C 

300MHz iH-NMR(CDCl 3 )c5: 1.04(1H, m), 1.22~ 1.30(2H. m), 1.41- 1.46(2H, 
m), 1.59~1.82(4H, m), 1.94~2.16(3H, m), 2.25~2.37(2H, m). 2.42(2H. t, 
J=6.9Hz), 2.52(1H. m), 2.52(3H, s), 3.79(1H, m), 5.41~5.59(2H, m), 5.73 
25 (1H, d, J=6.6Hz), 7.48~ 7.53(2H. m), 7.60(1H. m), 8.07~8.10(2H, m). 

IR(Nujol): 3372, 3173. 3053. 2544. 1690, 1672, 1632, 1559, 1496, 1362, 13 
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17 cm- 1 . 

[a]D 2B +77.7±1.2° (c=1.007. MeOH) 
TtmftVi (C 2 6H 31 N 3 04S) 

tt-jltt (%) : C, 64.84; H, 6.49; N, 8.72; S, 6.66 
5 H«lfit (%) : C, 64.66; H, 6.31; N, 8.73; S, 6.65 

• it^mi- 6 4 

300MHz »H-NMR(de-DMSO) (? : 1.07(1H, m), 1.28— 1.58(8H, m), 1.91-2.08 
(5H, m), 2.20(2H, t, J=7.2Hz), 2.31(3H, s), 2.32(1H, s), 3.96(1H, m), 5.28 
~5.40(2H, m), 7.52~7.62(3H, m). 7.80~7.83(2H, m), 7.94(1H, d, J=6.9H 
10 z). 

IR(Nujol): 3316. 3161. 3106, 2677, 1709, 1629, 1531, 1284. 1142 cm-i. 
[a]D 27 +76.2±1.2° (c=1.002, MeOH) 
Ttmfttif (C26H31N3O6S2 • O.IH2O) 
ffgtfl (%) : C, 57.80; H, 6,05; N, 8.09; S, 12.34 
16 nmfM. (%) : C, 57.59; H, 6.15; N, 8.10; S, 12.57 
jbW^j - 6 5 

300MHz,iH-NMR(CDCl 3 )(y : 1.28- 1.31(2H, m), 1.47(2H, brs), 1.66—1.84(4 
H, m), 1.94~2.30(5H, m), 2.39(2H, t. J=6.9Hz), 2.62(1H, s), 2.63(3H, s), 
3.77(1H, m), 5.35~5.67(2H, m), 6.42(1H, d, J=6.3Hz), 7.29-7.43(3H, m), 
20 7.46(1H, s), 7.72(2H ( d, J=7.2Hz). 

IR(CHCh): 3617, 3421, 3350* 3150, 2538, 1708, 1651, 1590, 1512, 1474, 1 
442, 1164 cm-i. 

[a]D 28 +100.8±1.4 <> (c=1.002, MeOH) 
7Ufi?#tfr (C27H31N3O3S • O.5H2O) 
25 ft&m (%) : C, 66.64: H, 6.63: N, 8.63: S. 6.59 
fgfflffi (%) : C, 66.55; H, 6.59; N, 8.68; S. 6.76 
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fog® 1-66 

300MHz »H-NMR(CDCl3)d: 1.08(1H, m), 1.19~1.33(2H, m), 1.42~1.50<2H, 
m), 1.58-1.79(4H. m), 2.01~ 2.22(5H. m), 2.35(2H, t, J=7.2Hz), 2.55(1H, 
m), 3.86(1H, m), 4.37(2H. s), 5.30~5.43(2H, m), 6.19(1H, d, J=7.5Hz), 6. 
5 90(1H, dd, J=3.6 and 5.1Hz), 6.93(1H, m), 7.17(1H, dd, J=1.2 and 5.1Hz), 
7.33 and 7.65(each 2H, each d, J=8.4Hz). 
IRCCHCls): 3518. 3447, 2665, 1708, 1651, 1596, 1515, 1484 cm *. 
[a]D 2 «+82.4±1.4 0 (c=0.900, MeOH) 
(C26H31NO3S2 • O.IH2O) 
10 tf^tflt (%) : C. 66.24: H. 6.67: R 2.97: S. 13*©ID 
mmiM (%) : C. 66.14; H. 6.72: N. 2.96; S, 13.53 
it&Vi 1-67 

300MHz »H-NMR(CDCla)d : 1.16(1H, m), 1.21~ 1.34(2H, m), 1.43~1.52(2H, 
m), 1.57~1.76(4H, m), 2.04~2.22(5H, m), 2.35(2H, t, J=7.2Hz), 2.56(lH, 
15 m), 3.89(1H, m), 4.53(2H, s), 5.33~5.4B(2H. m), 6.58(1H, d, J=6.9Hz), 6. 

83(1H, dd, J=1.2 and 3.9Hz), 6.93(1H. dd, J=3.9 and 5.1Hz), 7.28(1H, dd, 
J=1.2 and 5.1Hz). 7.65 and 7.81(each 2H, each d, J=8.4Hz). 

IR(CHCla): 3518, 3442, 3373. 2666, 1708, 1658, 1516, 1483. 1323, 1153 m- 

1, 

20 [a]D 26 +69.6±l.l <> (c=1.003, MeOH) 
Ttmftffi (C26H31NO5S2 • O.5H2O) 
stWm (%) : C, 61.15; H, 6.32: N, 2.74; S, 12.56 
(%) : C. 66. 16; H. 6.25: N, 2.90; S, 12.57 
<h&®) 1-68 

25 300MHz »H-NMR(CDCl3)(y : 1.13(1H. m), 1.20- 1.32(2H, m), 1.38~ 1.50(2H, 
m). 1.54~1.77(4H, m). 1.98-2. 20(5H. mi), 2.35(2H, t, J=7.2Hz), 2.53(1H, 
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m). 3.80(1H. m). 5.31~5.46(2H, m), 6.47(1H. d, J=7.5Hz), 6.87(lH, dd, J 
=1.5 and 3.6Hz), 6.84(1H, dd, J=3.6 and 5.4Hz). 7.03(1H, dd. J=1.5 and 5. 
4Hz), 7.33 and 7.38(each 1H, each d, each J=3.9Hz), 7.90(1H. br). 
IR(CHC1 3 ): 3510, 3440, 3358, 3109. 1708, 1647, 1533, 1505, 1364, 1331, 1 
5 161 cm: 1 . 

[a]436 89 +151.3±1.9° (c=1.010, MeOH) 

Ttm^tfT (C23H 28 N 2 05S3 • O.IH2O) 

tUVtt (%) : C, 54.12; H, 5.57; N. 5.49; S, 18.84 
(%) : C, 53.84; H, 5.46; N, 5.38; S, 18.62 
10 -69 . 

300MHz iH-NMR(CDCl 3 )<5: 1.20(1H. m), 1.26~ 1.38(2H. m). 1.42~ 1.52(2H, 
m), 1.57~1.76(4H, m), 2.00~2.24(5H, m), 2.34(2H, t, J=7.2Hz), 2.53(1H, 
m), 3.88(1H, m), 5.31~5.49(2H, m), 6.63(1H, dd, J=1.2 and 3.9Hz), 6.69 
(1H, d, J=7.5Hz), 6.77(1H. dd, J=3.9 and 5.4Hz). 6.98(1H, dd. J=1.2 and 
15 5.4Hz), 7.66 and 7.76(each 2H, each d, each J=8.4Hz). 

IR(CHCb): 3509, 3439, 3363, 3111, 1707, 1651. 1520, 1328, 1167 cm-'. 
(a]436*H-155.7±2.0° (c=1.003, MeOH) 
7Giji##r (CsbHsoNzObSs • 0.3HaO) 
U-gCffl (%) : C, 59.10: H, 6.07; N, 5.51; S, 12.62 
20 MMB. (%) : C, 59.00: H, 5.95; N, 5.51; S, 12.46 
1-70 
mp.l87-188°C 

300MHz iH-NMR(de-DMSO)cy : 1.16— 1.62(9H. m), 1.90~2.14(5H, m), 2.21 
(2H, t, J=7.2Hz), 2.38(1H. m), 3.66(1H. m), 5.27~5.41(2H, m), 7.10~7.15 
25 (1H. m), 7.34~7.39(2H. m), 7.42~7.75(2H. m), 7.91 and 7.99(each 1H. ea 
ch d. each J=3.9Hz). 8.04(1H. d, J=6.6Hz), 10.32(1H. s), 12.02(1H, s). 
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IR(Nujol): 3316, 3075, 2678, 1704, 1635, 1614. 1544. 1323 cm-', 
[a ]d 28 +83.3± 1.2" (c=l. 003,. MeOH) 
jtmfrtif (C26H30N2O4S) 

tt^fil (%) : C, 66.93; H, 6.48; N, 6.00; S, 6.87 
5 mmm (%) : C, 67.04; H. 6.45; N, 5.98; S, 6.96 

<t&® 1-71 

mp.l92-194"C 

300MHz »H-NMR(d 6 -DMSO)(5: 1.16~ 1.62(9H, m), 1.90~2.14(5H, m), 2.21 
(2H, t, J=7.2Hz), 2.37(1H. m), 3.65(1H, m), 5.29~5.41(2H, m), 7.18~7.24 
10 (2H, m). 7.33~7.78(2H, m), 7.91 and 7.97(each 1H, each d. each J=3.9H 
z), 8.04(1H. d. J=6.9Hz), 10.38(1H, s), 12.01(1H, s). 

IR(Nujol): 3322, 3278, 3150, 3098, 3077, 2678, 1704, 1635, 1615, 1546, 15 
21, 1508, 1322 cm-!, 
[a]D 28 +83.3±1.2° (c=1.000, MeOH) 
15 ytmftffi (C 2 6H29FN 2 04S) 

stnm (%) -: C, 64.44; H, 6.03; N, 5.78; F, 3.92; S, 6.62 
(%) : C, 64.36; H, 6.00; N. 5.81; F. 3.94; S, 6.46 

<b£M 1-72 

mp.l92-193°C 

20 300MHz >H-NMR(d6-DMSO)tf : 1.16~ 1;62(9H, m), 1.92~2.14(5H, m), 2.21 
(2H, t, J=7.2Hz), 2.37(1H, m), 3.66(1H, m), 3.75(3H, s), 5.30~5.41(2H. 
m), 6.94 and 7.63(each 2H, each d-like), 7.89 and 7.94(each 1H, each d, 
each J=3.9Hz), 8.38(lH, d, J=6.9Hz), 10.21(lH. s), 12.01(1H, s). 
IR(Nujol): 3316, 3075. 2678. 1704, 1635, 1614, 1544, 1323 cm». 

25 [a]D 27 +81.6± 1.2° (c=1.000, MeOH) 
7cJH#flf (C 2 7H 3 2N 2 0 5 S) 
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ftUtt (%) : C. 65.30; H, 6.49; N. 5.64: S, 6.46 

mmm (%) : c, 65.19; h, 6.49; n, 5.45; s. 6.31 

ft^l 1-73 

300MHz iH-NMR(CDCl 3 )(5: 1.14(1H, m), 1.18- 1.32(2H, m)* 1.40- 1.78(6H, 
5 m), 1.94-2. 20(5H, m), 2.35(2H, t, J=7.2Hz), 2.51(1H, m), 3.80(1H, m), 3. 
81(6H, s), 3.82(3H, s), 5.30-5.44(2H, m), 6.56(1H; d, J=7.2Hz), 6.97(2H, 
s), 7.47 and 7.58(each 1H, each d, each J=3.9Hz), 8.43(lH, s). 
IR(CHCls): 3515, 3438, 3317, 1708, 1650, 1607. 1537, 1508,, 1454, 1412, 1 
131 cm 1 . 

10 [a]D 27 +75.8± 1.2° (c=1.009, MeOH) 

TC^^-W (C29H36NJ07S • 0.4H 2 O) 

WtWm (%) : C, 61.77; H. 6.58; N, 4.97; S, 5.69 
(%) : C, 61.74; H, 6.64; N, 4.89; S, 5.89 
it&m 1-74 

15 300MHz iH-NMR(CDCl 3 )(5: 1.10(1H, m), 1.20— 1.33<2H, m), 1.43~ 1.52(2H, 
m), 1.57~1:78(4H. m), 2:00~2.21(5H, m), 2;36(2H, t, J=7.2Hz). 2.55(1H, ' 
m), 3.85(1H. m), 5.32~5.45(2H m). 6.09(1H. d. J=6.9Hz). 6.32 and 7.00 

(each 2H, each t, each J=2.lHz), 6.81 and 7.34(each 1H, each d. each J= 

3.9Hz). 

20 IR(CHC1 3 ): 3515, 3445, 3109, 2678, 1740, 1708, 1642, 1507, 1489 cnr». 
[a]D 26 +83.5±1.2° (c=1.007, MeOH) 
TtmfrtiT (C 23 H2aN20 3 S) 

ftJHB (%) : C, 66.96: H, 6.84; N. 6.79; S. 7.77 
MMfe (%) : C, 66.66; H. 6.74; N. 6.74; S, 7.61 
25 1-75 ' 

300MHz >H-NMR(CDC1 3 )<5: 1.09(1H. m). 1.20- 1.32(2H, m), 1.39- 1.49(2H, 
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m), 1.57~1.66(4H, m), 2.01~ 2.22(5H, m). 2.35(2M, t, J=7.2Hz), 2.56(lH, 
m), 3.88(1H, m). 3.95(2H, s), 5.30~5,44(2H, m), 6.27(1H, d, J=7.5Hz), 6. 
89~6.91(2H, m), 7.32(1H, dd, J=2.4 and 3.9Hz), 7.19 and 7.66(each 2H, 
each d, J=8.4Hz). 
5 IR(CHC1 3 ): 3516, 3447, 2670. 1708, 1651, 1523. 1496 m K 
[a]D 26 +71.8±l.l° (c=1.016, MeOH) 
TtmftVf (C26H31NO3S2 • O.IH2O) 
itnm (%) : C, 66.24; H. 6.67; N, 2.97; S. 13.60 
(%) : C, 66.36; H, 6.67; N, 3.27; S, 13.62 
io I - 7 6 

mp.l35-136-C 

300MHz iH-NMR(CDCl 3 )tf : 1.12(1H. m). 1.22- 1.33(2H, m). 1.43- 1.51(2H, 
m), 1.59~1.78(4H, m), 2.03-2.22(5H, m), 2.35(2H, t, J=7.2Hz). 2.56(1H. 
m), 3.87(1H, m). 4.44(2H, s), 5.31~5.45(2H, m), 6.30(1H. d. J=7.2Hz), 7. 
15 08(1H, dd, J=3.9 and 5.1Hz). 7.23(2H, d. J=8.4Hz), 7.40(1H, dd. J=1.5 an 
d 3.9Hz), 7.69~7:71(3H, m). 
, IR(CHC1 3 ): 3516. 3445. 3096, 2665, 1708. 1655. 1523, 1496. 1403. 1327. 1 
152, 1127 m-i. 

[a]D 26 +65.0±l.l° (c=1.000, MeOH) 
20 TtMftffi (C 2 6H 31 NObS2 • 0.2HaO) 

tf#fil (%) : C, 61.81; H, 6.26; N, 2.77; S, 12.69 

mmm (%) : c. 6i.76; h, 6.20; n, 2.90; s, 12.57 
jb^l 1-77 

mp.215-217*C 

25 300MHz iH-NMR(d 6 -DMSO)(5: 1.16~ 1.62(9H, m), 1.90~2.14(5H, m), 2.21 
(2H, t, J=7.2Hz), 2.38(1H. m), 3.66(1H, m). 5.29~5.41(2H, m), 6.91~6.94 
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(2H, m), 7.05(1H. dd. J=2.4 and 4.2Hz), 7.93 and 7.96(each 1H, each d, e 
ach J=4.2Hz), 8.43(lH, d, J=6.6Hz), 10.67(lH. br), 12.01(1H. br). 
IR(Nujol): 3315, 3222. 3097, 3049, 2672, 1705. 1621, 1548. 1504, 1311 cm 

5 [a]D 27 +88.2±1.3° (c=1.009, Me OH) 

amain (C24H28N2O4S2) 

ffgffi (%) : C, 60.99; H, 5.97; N, 5.93; S, 13.57 
HM (%) : C, 60.94; H, 5.74; N, 5.91; S, 13.61 
fc^® 1-78 

10 300MHz »H-NMR(C.DCh)<5 : 1.09(1H. m), 1.18~1.31(2H, m), 1.40- 1.47(2H, 
m), 1.57~1.73(4H. m), 2.0O~2.12(5H. m), 2.31(2H, t. J=7.2Hz). 2.56(1H, 
m), 3.79(1H, m), 4.70(2H, s), 5.30~5.45(2H, m), 6.26~6.30(2H, m), 6.34 
(1H, d, J=6.9Hz), 7.22(1H, dd, J=1.8 and 3.3Hz), 7.41 and 7.62(each 1H, 
each d, each J=4.2Hz). 
15 IR(CHC1 3 ): 3589, 3516,- 3441, 3355, 3100, 1708, 1656. 1530, 1504. 1377. 1 
180, 1147 cm-i. 

[cr)D 26 8 +70.8 ±11° (c=1.009. MeOH) 

amam (C24H30N2O6S2 • 0.2H2O) 

ffjffii (%) : C 56.50; H. 6.01; N. 5.49; S, 12.57 

20 mmm (%) : c, 56.43; h. 6-02; n, 5.61; s, 12.47 

ft^ft 1-79 

300MHz iH-NMR(CDCl 3 )<5 : 1.06(1H. m), 1.16~ 1.30(2H. m), 1.38~ 1.50(2H, 
m), 1.54-1.77(4H, m). 1.98— 2.18(5H. m), 2.35C2H. t, J=7.2Hz), 2.51(lH. 
m), 3.80(1H, m), 5.30~5.42(2H, m), 6.03(1H. d. J=7.2Hz), 7.04~7.06(2H. 
25 m), 7.32~7.35(2H, m). 7.37(1H. d, J=3.6Hz). 

IR(CHC1 3 ): 3509. 3444. 3426, 3110, 2667. 1708, 1645, 1530, 1499. 1421 c 
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m-». 

[a]D S6 - 5 +69.5±l.l° (c=1.001, MeOH) 

(C23H27NO3S3 '• O.IH2O) 
ft*tt (%) : C, 59.61: H, 5.92; N, 3.02; S. 20.76 
5 %mfc (%) : C, 59.66: H, 5.90; N, 3.15; S, 20.52 
<b£® 1-80 

300MHz iH-NMR(CDCl3)(? : 1.10(1H, m), 1.17- 1.32(2H. m), 1.38- 1.48(2H, 
m), 1.54-1.77(4H, m), 2.00-2.20(5H, m), 2.35(2H, t, J=7.2Hz), 2.53(1H, 
m), 3.81(1H, m), 5.31-5.43(2H, m), 6.31(lH, d, J=7.2Hz). 7.37-7.44(3H, 
10 m), 7.61(1H, d. J=3.9Hz), 8.15(1H. dd, J=1.2 and 3.0Hz). 

IR(CHCls): 3517, 3441, 3371. 3114. 1708. 1655. 1530, 1504, 1331. 1152 c 

nv 1 . 

[a]D 26 5 +73.9±l.l° (c=1.001, MeOH) 

TtmftVr (C23H27NO6S3 • 0.3H2O) 
15 mnm (%) : c, 55.35: h, 5.57; n, 2.81; s, 19.28 
mmm (%) : c. 55.47; h, 5.50; n. 2.80; s, 19.09 

ib£M i-8i - 

300MHz iH.NMR(CDCl 3 )(5 : 1.05(1H. m), 1.16- 1.30(2H. m), 1.38- 1.48(2H, 
m), 1.54-1.77(4H, m), 1.98~2.17(5H, m), 2.34(2H, t. J=7.2Hz), 2.46C3H, 
20 d, J=0.9Hz), 2.50(1H, m), 3.79(1H, m), 5.29-5.41(2H. m), 5.99(1H, dl, J= 

7.2Hz), 6.67(1H, m), 6.99, 7.10 and 7.32(each 1H, each d, each J=3.9Hz). 

IR(CHC1 3 ): 3517, 3445. 3426, 2668, 1708, 1644, 1530, 1499, 1420, cm-K 

[a]D 26B +66.1±l.l° (c=1.002, MeOH) 

7G*a#f (C24H29NO3S3 • O.IH2O) 
25 ffl-JMI (%) : C. 60.37: H, 6.16; N, 2.93; S, 20.15 

$M (%) : C, 60.21; H. 6.10; N, 2.90; S. 20.45 

94 



WO 00/30683 PCT/JP99/06317 

1-82 

300MHz »H-NMR(CDC1 3 )(5: 1.11(1H, m), 1.18- 1.32(2H, m), 1.38-1. 50(2H, 
m), 1.54~1.74(4H, m), 2.00-2.20(5H, m), 2.35(2H, t, J=7.2Hz). 2.53(4H, 
d and m, J=0.6Hz), 3.80(1H. m), 5.31- 5.43(2H, m), 6.34K1H, d, J=6.6H 
5 z), 6.77(lH, m), 7.41. 7.55 and 7.58(each 1H, each d, each J=3.9Hz). 

IRCCHCb): 3511, 3442, 3373, 3096, 1708, 1655, 1530, 150»4, 1436, 1335, 1 

152 cm 1 . 

[ a ] D 26.5+ 73,o±i.i° (c=1.002, Me OH) 
7C^^#f (C24H29NO5S3 • 0.3H 2 O) 
10 ftgfg (%) : C, 56.18: H. 5.81: N. 2.73: S. 18.75 
mmW. (%) : C, 56.26: H, 5.74; N. 2.65; S, 18.50 
1-83 

300MHz iH-NMR(CDCl 3 )(5: 1.17(1H, m), 1.24- 1.36(2H, mD, 1.37- 1.82(6H. 
m), 2.01-2.23(5H, m), 2.36(2H, t. J=7.2Hz), 2.51(1H, m)» 3.83(1H, m), 5. 
15 31— 5.45(2H, m), 7.17(1H, dd, J=3.9 and 5.4Hz), 7.36(1H, d, J=7.8Hz), 7.4 

7(1H, dd, J=1.5 and 3.9Hz), 7.66(1H. dd, J=1.5 and 5.4HzJ- 

IR(CHC1 3 ): 3514. 3404. 3121. 1709. 1657, 1544, 1488, 1425 em-i. 

[a]D 25 +73.2 ±2.2° (c=0.518. MeOH) 

7X,MftW (C22H26N2O3S3 • O.2H2O) 
20 ftWlii (%) : C, 56.67: H, 5.71; N, 6.01; S, 20.63 

ftfttt (%) : C, 56.55; H, 5.71; N, 6.03; S. 20.93 

KG® 1-84 

300MHz »H-NMR(CDCls)<5 : 1.07(1H, m), 1.20- 1.32(2H, m>. 1.43— 1.48(2H, 
m), 1.57~1.82(4H, m), 2.02(1H, d, J=3.3Hz). 2.00~2.20(5H. m), 2.35(2H, 
25 t, J=7.2Hz), 2.55(1H, m), 3.86(1H. m). 4.01(2H, s), 5.29~5.43(2H. m), 6. 
17(1H, d, J=7.2Hz), 7.15-7.3K7H. m). 7.67(2H. d. J=8.1Hz;». 
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IR(CHC1 3 ): 3517, 3447, 2669, 1708, 1651, 1523. 1495 cm 1 . 
[a]D 26 +77.9±1.2° (c=1.016, MeOH) 
7G*»*r (C 28 H33N0 3 ) 

tfjfffl (%) : C, 77.93; H, 7.71; N, 3.25 
5 mmfe (%) : C, 77.65; H. 7.93; N, 3.32 
jb£&i -8 5 

300MHz iH-NMR(CDCl 3 ) (5: 1.08C1H, m), 1.21- 1.31(2H, m), 1.44- 1.49(2H, 
m), 1.58~1.82(4H, m), 2.00~2.20(5H, m), 2.35(2H, t, J=7.2Hz), 2.56(1H, 
m), 3.87(1H, m), 4.19(2H, s), 5.30-5.43(2H, m), 6.19(1H. d, J=7.2Hz), 6. 
10 80(1H, m), 6.93(1H, dd. J=2.6 and 5.1Hz), 7.16(1H, dd. J=1.5 and 5.1Hz), 
7.30 and 8.69(each 2H, each d, each J=8.lHz). 
IR(CHCb): 3510, 3446, 2664, 1708, 1651, 1523, 1496 cm ». 
[a]D 25 +73.2±l.l° (c=1.009, MeOH) 
7CfSI##r (C26H31NO3S) 
15 WcUm (%) : C, 71.36; H, 7.14; N, 3.20; S. 7.33 

nmfc (%) : a 71.48; h. 7.05; n. 3.29; s, 7.13 
its® 1-86 

300MHz iH-NMR(CDCl 3 )c5 : 1.07(1H, m), 1.19- 1.31<2H. m), 1.43-1.48(2H, 
m), 1.58-1.81(4H, m), 2.00~2.17<5H, m), 2.34(2H, t, J=7.2Hz), 2.55(1H. 
20 m), 3.87(1H, m), 3.98(2H. s), 5.30~5.43(2H, m), 6.19(1H, d, J=7.2Hz), 6. 

93~7.00(2H, m), 7.09— 7.13(2H, m), 7.22 and 7.70(each 2H, each d, each 
J=8.4Hz). 

IR(CHC1 3 ): 3516, 3447, 2664, 1709, 1651, 1612, 1522. 1509, 1496. cm-'. 
[a]D 25 +71.6±l.l° (c=1.019. MeOH) 

25 7t%&m (C28H32FN03) 

stnm (%) : C, 74.81: H. 7.17; N, 3.12; F. 4.23 
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mmm (%) : c. 74.66; h, 7.19: n, 3.1.3; f, 4.10 

1-87 

300MHz iH-NMR(CDCl3)d: 1.08(1H. m), 1.20- 1.31(2H, m), 1.44- 1.49(2H, 
m), 1.58~1.82(4H, m), 2.00~2.22(5H, m), 2.35(2H, t, J=7.2Hz), 2.56(1H, 
6 m), 3.87(1H. m), 4.02(2H. s), 5.30~5.43<2H, m), 6.18(1H, d, J=7.2Hz), 6. 

88(lH, dd, J-1.5 and 4.8Hz), 6.92(1H, m), 7.25-7.28(3H, m), 7.68(2H, d, 
J=8.lHz). 

IR(CHC1 3 ): 3516, 3446, 2668, 1709, 1651, 1612, 1523, 1496 cm 1 . 
[a]D 2B +72.7±l.l° (c=1.014, MeOH) 
10 KmftVr (CzsHsiNOsS • O.IH2O) 

8t)ff& (%) : C, 71.07; H, 7.16: N, 3.18; S. 7.30 

mmm (%) : c, 70.90; h, 7.08; n, 3.21; s, 7.46 

<ti$® 1-88 
mp.l03-105°C 

15 300MHz iH-NMR(CDCl 3 ) 6 : 1.05(1H, m). 1.19- 1.29(2H, m), 1.42-1. 47(2H, 
m), 1.58-1.8K4H, m), 2.00~2.15(5H, m). 2.35(2H, t, J=7.2Hz), 2.52(1H, 

, m), 3.82(1H. m). 4.16(2K s), 5.30- 5.43(2H. m). 5.97(1H. d. J=7.5Hz). 6. 

79(1H. dt. J=0.9 and 3.9Hz), 6.96(1H. dd, J=1.5 and 4.8Hz). 7.05(1H, m), 
7.28<1H, dd, J=3.0 and 4.8Hz), 7.37(1H, d, J=3.9Hz). 
20 IR(CHC1 3 ): 3516, 3445, 3427, 2670, 1708, 1642, 1544, 1507 cm-'. 

[a]D 25 +67.3±l.l° (c=l. 002, MeOH) 

7GJH##r (C 2 4H29N0 3 S 2 • 0.3H 2 O) 

H-Wfil (%) : C, 64.20: H. 6.64: N, 3.12; S, 14.28 

Hl'Jffi (%) : C 64.29: H. 6.49; N, 3.10: S. 14.11 
25 to&ta 1-39 ' 

300MHz iH-NMR(CDCl 3 )<5: 1.07(lH. m), 1.20- 1.29(2H, m), 1.40- 1.49(2H. 

? 
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m), 1.56~1.89(4H, m), 2.00~2.25(5H, m), 2.32-2.38(2H, m), 2.51(1H, 
m), 3.80(1H, m). 5.04(2H. s), 5.27- 5.41(2H, m), 5.90(1H, d, J=6.6Hz), 6.3 
8(1H, m) ( 6.63(1H, t, J=2.4Hz), 7.14~7.17(2H, m), 7.29~7.35(4H, m). 
IR(CHC1 3 ): 3510, 3448, 2663, 1736, 1709, 1636, 1555, 1497 cm-K 
5 [a]D 25 +60.8±1.0° (c=1.003, MeOH) 
7X,mfrti (C26H32N2O3 • O.3H2O) 
H-^fiS (%) : C, 73.62; H, 7.70; N, 6.60 

mmm (%) : c 73.68; h, 7.62,- n, 6.73 
1-90 

10 300MHz iH-NMR(CDCl 3 )(5: 1.06(1H, m), 1.20- 1.29(2H, m), 1.40-1.48(2H, 
m), 1.56~1.87(4H. m), 2.00-2.24(5H, m), 2.32-2. 38(2H, m), 2.50(lH. 
m), 3.80(1H, m), 5.19(2H, s), 5.27^~5.41<2H, m), 5.90(1H, d, J=7.5Hz), 6.3 
7(1H, dd, J=2.1 and 3.0Hz), 6.67(1H, t, J=2.4Hz), 6.95~6.98(2H, m), 7.27 
(1H, dd, J=1.8 and 4.5Hz), 7.31(1H, dd, J=1.8 and 2.1Hz). 
15 IR(CHC1 3 ): 3513, 3448, 2661, 1709, 1637, 1555, 1497 cm-i. 
[a]D 25 +59.4±1.0° (c=1.011, MeOH) 
.. K.mfrtfT (C24H30N2O3S • O.2H2O) 
tHHK (%) : C- 67.01; H, 7.12; N, 6.51; S, 7.45 
(%) :'C, 67.07; H, 7.03; N, 6.62; S, 7.55 
20 I - 9 1 

300MHz iH-NMR(CDCl 3 )<5: 1.06(1H, m), 1.23- 1.26(2H, m), 1.39— 1.48(2H, 
m), 1.57~1.82(4H, m), 2.00-2. 16(5H. m), 2.34(2H. t. J=7:2Hz). 2.50(1H, 
m), 3.82(1H, m), 5.03(2H, s), 5.27~5.42(2H.. m), 5.98(1H, brs>. S.40(lH. 

m), 6.9K1H, dd, J=1.2 and 4.8Hz), 7.08(1H, brs), 7.28~7.31(2H. m). 
25 IR(CHC1 3 ): 3516, 3448, 3108, 2663, 1736, 1709, 1636, 1555. 1497 cm-i. 

[a]D 2B +59.8±1.0° (c=1.008. MeOH) 
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7C?g##f (C24H30N2O3S • 0.2H20) 

ff® fit (%) : C, 67.01; H, 7.12; N, 6.51; S, 7.45 
(%) : C, 67.26; H, 7.06; N, 6.61; S, 7.55 
1-92 

5 300MHz iH-NMR(CDCl 3 )(5 : 1.08(1H, m), 1.18~ 1.28(2H, m), 1.38~ 1.43(2H, 
m), 1.54~1.78(4H, m), 1.96~2.23(5H. m), 2.36(2H, dt, J=1.8 and 6.9Hz), 
2.52(1H, m), 3.77(1H, m), 5.30~5.45(2H, m), 6.07(1H, d, J=6.9Hz), 6.58 
(1H, dd. J=1.5 and 3.3Hz)* 7.14(1H, dd, J=2.1 and 3.3Hz), 7.51~7.57(2H, 
m), 7.65(1H, m), 7.77(1H, t, J=2.lHz), 7.88~~7.92(2H, m). 
10 IR(CHCh): 3510. 3444. 3144. 1732. 1708. 1651, 1570. 1509. 1382. 1176 c 
m* 1 . 

[a]D 24 +55.9±0.9° (c=1.013, MeOH) 

jtmfttir (C2BH30N2O5S • O.3H2O) 

tf#4i (%) : C, 63.08; H, 6.48; N, 5.88; S, 6.74 

15 mmm (%) : c. 63.24; h. 6.27; n, 6.03; s, 6.74 

fcfrtt 1-93 

300MHz iH-NMR(CDCl 3 )(5 : 1.06(1H. m), 1.18- 1.29(2H, m). 1.39~ 1.47(2H. ' 
m), 1.66~*1.78(4H, m), 1.98~2.18(5H, m), 2.35(2H. t. J=7.2Hz), 2.52(1H, 
m), 3.81(1H, m), 4.33(2H, s), 5.29-5.42(2H, m), 6.03(1H, d, J=7.5Hz), 6. 
20 84(1H. d, J=3.9Hz) ( 6.90(1H. m), 6.95(1H, dd, J=3.6 and 5.1Hz), 7.19(1H, 
dd, J=1.2 and 5.lHz), 7.38(1H, d, J=3.9Hz). 

IR(CHCls): 3510, 3554. 3427, 1708, 1643. 1544, 1507 ar». 

[a]D2 7 +70.1±l.l° (c=1.010. MeOH) 

TimftVi (C24H29NO3S2 • O.IH2O) 
25 ttnm (%) : C 64.72: H, 6.61: N. 3.14: S, 14.40 

nmffi (%) : C, 64.83; H. 6.60: N. 3.31: S. 14.46 
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1-94 

300MHz iH-NMR(CDCl 3 )<5: 1.09(1H. m), 1.20- 1.27(2H, m), 1.40- 1.44(2H, 
m), 1.56~1.78(4H, m), 2.00~2.19(5H, m), 2.36(2H, d, 7.2Hz). 2.51(1H, 
m), 3.78(1H. m). 5.30~5.44(2H, m), 6.13(lH, d, J=6.9Hz). 6.59(lH, dd, J= 
5 1.5 and 3.3Hz), ; 7.10(lH,..dd, J=3.6 and 5.1Hz), 7.16(1H, dd, J=2.1 and 3. 
3Hz), 7.69-7.76(3H, m). . 

IR(CHC1 3 ): 3510, 3444, 3143, 1708, 1651, 1571, 1508, 1387, 1179 cm-'. 
[a]D 24 +56.0±1.0° (c=1.005, MeOH) 
(C 2 3H 2 8N20sS2 • 0.2HsO) 
10 H-MM (%) : C. 57.53: H, 5.96; N, 5.83: S, 13.35 
mMIM. (%) : C, 57.54: H. 6.07; N, 5.93; S, 12.91 
fc&m 1-95 

300MHz »H-NMR(CDC1 3 )<5: 1.16(1H, m), 1.26- 1.37(2H, m), 1.40~1.81(6H, 
m), 2.04-2.25<5H. m), 2.36(2H, t. J=7.2Hz), 2.53(1H, m), 3.87(1H, m), 5. 
15 32-5.46(2H, m), 6.37(2H. t. J=2.1Hz), 7.31(1H, d, J=7.5Hz), 7.33(2H, t, J 
=2.lHz). 7.82(1H, m). 

IR(CHC1 3 ): 3512. 3408. 3127. 1708, 1658. 1540, 1525, 1493, 1341 m-». 
[a] D 25+88.2± 1.3° (c=1.003, MeOH) 
TC^flr (C22H27N3O3S • O.IH2O) 
20 tfgfii (%) : C, 63.62; H, 6.60; N, 10.12; S. 7.72 

mmm (%) : c, 63.72: h, 6.45; n, 9.99; s. 7.75 

ih&®} 1-96 

300MHz iH-NMR(CDCl 3 )(5: 1.07(lH, m), 1.18-1. 30(2H, m), 1.39- 1.48(2H, 
m), 1.57~1.78(4H, m). 2.01— 2.22(5H, m), 2.35(2H, t, J=7.2Hz), 2.52(1H, 
25 m), 3.80(1H, m), 5.30-5.43(2H. m), 6.11(1H. m). 6.98(1H, dd, J=3.6 and 
5.4Hz). 7.24(1H. dd, J=1.2 and 3.6Hz), 7.38(1H, dd, J=1.2 and 5.4Hz), 7. 
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43(1H. d, J=1.5Hz), 7.85(1H, d. J=1.5Hz). 

IR(CHC1 3 ): 3510, 3445, 3108, 1708, 1660, 1535, 1498 m *. 

[a]D 26 +70.7±l.l° (c=1.004, MeOH) 

7Ul5t##f (C23H27NO3S3 • O.3H2O) 

tf-JItt (%) : C, 59.15; H, 5.96; N, 3.00; S, 20.60 

mmm (%) : c, 59.06; h, 5.66; n, 3.07; s, 20.87 
ib&Val - 9 7 

300MHz »H-NMR(CDC1 3 )(5 : 1.20~2.52(16H, m), 2.61(1H, m). 3.72(1H, m), 
5.34~5.55(2H. m), 6.66(1H. d, J=6.3Hz), 71.2(1H, m), 7.71(1H, m), 7.76 
(1H. m), 8.29(1H. m), 8.37(1H. brs). 

IR(CHC1 3 ): 3512. 3405, 3096. 1726, 1710, 1653, 1542. 1505, 1402. 1329, 1 
152 m-i. 

[alD 25 +65.4±l.l° (c=1.005, MeOH) 

TtmfrVf (C23H27NO6S3 • O.2H2O) . 

ffgfil (%) : C, 55.55; H, 5.55; N, 2.82: S. 19.35 

(%) : C, 55.47; H, 5.54; N. 3.09; S. 19.21 

1-98 
mp.l03-104'C 

300MHz iH-NMR(CDCl 3 )(y : 1.09(1H. m), 1.23~ 1.31(2H, m), 1.45~ 1.50(2H, 
m), 1.60~1.80(4H, m), 2.00~2.23(6H, mi), 2.37(2H. t, J=7.2Hz), 2.55(lH, 
m), 3.85(1H, m), 5.31~5.45(2H. m). 6.QI5(1H, d, J=7.5Hz), 6.98 and 7.04 

(each 1H. each d, each J=16.2Hz), 6.97C1H. d, J=3.9Hz), 7.25~ 7.33(3H, 

m), 7.4K1H. d. J=3.9Hz). 

IR(CHCl3): 3511, 3445, 3428, 2665. 1708. 1641. 1538. 1519, 1499 cm-'. 
(a]D 24 +77.8+1.2° (c=1.007. MeOH) 
7zm&Vi (C26H29NO3S2 • 0.25AcOEt) 
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fl-JHI (%) : C, 65.38; H. 6.64; N, 2.93; S, 13.43 
$tttt (%) : C, 65.64; H, 6.62; N, 2.95; S, 13.26 
fc^ftl - 9 9 

300MHz »H-NMR(CDCl 3 )<y : 1.05(1H, m), 1.20- 1.30(2H, an), 1.41- 1.46(2H, 
5 m), 1.59- 1.80(4H, m). 2.00-2.20(5H, m), 2.35(2H, t, J=7.2Hz). 2.52(1H, 
m), 3.80(1H. m), 5.30-5.43(2H, m), 5.94(1H, d, J=6.9Hs), 6.57(2H, s), 6. 
94(1H, d, J=3.9Hz), 7.03(1H, dd, J=1.5 and 4.5Hz), 7.29(1H, s), 7.30(1H, 
m), 7.34(1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3511. 3445, 3427, 2670. 1708, 1642, 1536, 1518, 1500 cm-'. 
10 [a]D 24 +62.8±1.0° (c=1.003. Me OH) 
Timfrtii (C2BH29NO3S2 • 0.2AcOEt) 
tt#ffi (%) : C, 65.48; H, 6.52; N, 2.96; S, 13.55 
(%) : C, 65.36; H, 6.47; N, 2.13; S, 13.58 

jb&MJ - 1 0 0 

15 300MHz iH-NMR(CDCl 3 )(5 : 1.06(1H, m), 1.17- 1.32(2H. m). 1.38- 1.50(2H, 
m), 1.56~1.80(4H, m); 1.98~2.20(5H, m), 2.35(2H, t, J=^.2Hz), 2.44(3H, 
d, J=0.9Hz), 2.52(1H. m). 3.80(1H, m), 5.30— 5.43(2H, m), 5.99(1H. d, J= 
7.5Hz), 5.99(1H. d, J=7.5Hz), 6.70(1H, m), 7.03(lH, d, J=3.9Hz), 7.10(lH, 
d, J=1.5Hz), 7.36(1H, d, J=3.9Hz). 
20 HKCHCh): 3510, 3445. 3426, 2671, 1708, 1644, 1530, 149S, 1420, 1318 c 
m-i. 

[a]D 2B +69.1±l.l° (c=1.0l8, MeOH) 
TcfU^Jfr (C24H29NO3S3) 

ftWB (%) : C, 60.60: H. 6.14; N, 2.94; S, 20.22 
25 MMfe (%) : C, 60.49; H. 6.26: N, 2.98; S, 20.25 
I -10 1 
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300MHz iH-NMR(CDCl 3 )(? : 1.10(1H, m), 1.18~1.32(2H. m), 1.38— 1.50(2H, 
m), 1.54-1. 77(4H, m), 2.00~2.20(5H, m), 2.36(2H, t, J=7.2Hz), 2.47(3H, 
d, J=0.9Hz), 2.53(1H, m), 3.81(1H. m), 5.31~5.44(2H, m). 6.30(lH, d, J= 

7.2Hz), 7.03(1H. m), 7.42 and 7.59(each 1H. each d, each J=3.9Hz), 7.90 
5 (1H, d. J=1.5Hz). 

IR(CHC1 3 ): 3517, 3441, 3370, 3115. 2671, 1708. 1655, 1530, 1504. 1442, 1 

328, 1156, 1142 cm-'. 

[a]D 24 +71.6±l.l° (c=1.018, MeOH) 

n,mfrtif (C24H29NO6S3 • O.2H2O) 
10 itWM (%) : C, 56.38: H. 5.80: N. 2.74: S. 18.81 

mfflM (%) : C, 56.28; H. 5.74: N, 2.79: S. 18.S2 

1-102 

300MHz iH-NMR(CDCl3)<5 : 1.09(1H, m), 1.21— 1.28(2H, m), 1.42- 1.47(2H, 
m), 1.57~1.74(4H, m), 2.00~2.18(5H, m), 2.35«2H, t. J=7.2Hz), 2.63<lH, 
15 m), 3.82(1H, m), 5.30-5.43(2H, m), 6.15(1H, d« J=7.5Hz), 6.51 and 6.68 
(each 1H, each d, J=11.7Hz), 6.98(1H, dd, J=3.S and 5.1Hz), 7.06(1H, dd; 
J=0.9 and 3.9Hz), 7.13(1H, dt. J=0.9 and 3.6Hjz). 7.25(1H. dd. J=0.9 and 
5.1Hz). 7.41(1H. d, J=3.9Hz). 
IR(CHCb): 3510, 3445, 3427, 2665. 1708, 1643. 1535, 1501 cm». 
20 [a] D 2 <+68.6±l.l° (c=l.O06, MeOH) 

7tmftffi (C25H29NO3S2 • 0.2H2O) 

(%) : C. 65.45; H, 6.45: N. 3.05; S, 13.9® 

MWm (%) : C, 65.44; H. 6.37; N. 3.28; S. 13.8& 
<b&® 1-10 3 
25 mp.l07.108"C 

300MHz iH-NMR(CDCl3)(5 : 1.09(1H. m), 1.26-1J32(2H, m), 1.45- 1.50(2H, 
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m), 1.60~1.81(4H, m), 2.01~2.23(6H, m). 2.37(2H, t. J=7.2Hz), 2.55(1H, 
m), 3.84(1H, m), 5.31-5. 45(2H. m), 6.03(1H, d, J=7.5Hz), 6.97 and 7.14 
(each 1H, each d, J=15.9Hz). 6.97(1H, d, J=3.9Hz), 7.01(1H, dd, J=3.6 an 
d 5.4Hz), 7.08(1H, d. J=3.6Hz), 7.23(1H, d, J=5.4Hz), 7.40(lH, d, J=3.9H 
5 z). 

IR(CHC1 3 ): 3517, 3445, 3428. 2670, 1708, 1641, 1536, 1518, 1500 cm-i. 
[a Jo. a4 +85.0± 1.2*. (c= 1.009, MeOH) 
7i%9ttt (C2BH29NO3S2 • 0.15AcOEt) 
StUffi (%) : C, 65.58; H. 6.49; N. 2.99; S, 13.68 
10 (%) : C. 65.88: H. 6.74: N. 2.98; S, 13.35 

itS® I - 1 0 4 

300MHz iH-NMR(CDei3)<5 : 1.07(1H, m), 1.19- 1.30(2H, m), 1.42- 1.50(2H, 
m), 1.57~1.79(4H. m.). 2.01~2.24<5H, m), 2.36(2H, t, J=7.2H2>. 2.53(1H, 
m), 3.82(1H, m)> 4.1'0(sH, s), 5.31— 5.44(2H, m), 6.03(lH,~d, J~7.2Hz), 6. 
15 70(1H, d, J=3.6Kzt), 6.95(1H, dd, J=3.6 and 5.4Hz), 7.03(1H, dd, J=1.5 an 
d 3.6Hz), 7.30(1H. d, J=3.6Hz). 7.36(1H, dd. J=1.5 and 5.4Hz). 
IR(CHCh): 3518, 3445, 3427. 1708. 1.6*4., 1*542. 1507 cm*. 
[a]D 24 5 +65.0±1.0* (c=1.008. MeOH) 
TtMfttf (C24H29NO3S3 • O.4H2O) 
20 ttgfil (%) : C, 59.69; H, 6.22; N, 2.90; S. 19.92 
^mm. (%) : C, 59.40: H, 5.98; N, 2.95; S. 20.06 
1-10 5 

300MHz >H-NMR(CDCh)(5 : 1.11(1H. m), 1.21— 1.31(2H, m), 1.42- 1.49(2H, 
m), 1.58~1.76(4H. m), 2.01-2.2l(5H. m), 2.36(2H, t, J=7.2Hz), 2.53(1H, 
25 m), 3.81(1H, m), 4.60(sH. s), 5.32-5. 45(2H. m), 6.18(1H, d, J=7.2Hz), 6. 
91(1H. d, J=3.9Hz), 7.12(1H. dd, J=3.9 and 5.1Hz), 7.40(1H, d, J=3.9Hz), 
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7.52(lH. dd, J=d.2 and 3.9Hz), 7.72(1H. dd. J=1.2 and 5.1Hz). 
IR(CHC1 3 ): 3517, 3444, 3425, 3097, 1708. 1648, 1524. 1508, 1402, 1328. 1 
147 cm- 1 . 

[a]D 24 - 5 +61.5±1.0° (c=1.008. Me OH) 
5 Ttmfrtf (C24H29NO6S2 • 0.4HsO) 

5tW& (%) ■ C, 55.98; H, 5.83; N, 2.72; S, 18.68 

mmm (%) = c, 55.77; h. 5.71; n, 2.84; s, 18.73 

1-10 6 

300MHz iH-NMR(CDCl 3 )<5 : 1.07(1H, m), 1.19- 1.31(2H. m), 1.41- 1.49(2H, 
10 m) ; 1.57-1.78(4H. m). 2.00-2.21(5H. m). 2.36(2H, i, J=7.2Hz), 2.53(1H. 
m), 3.8K1H. m), 4.23(sH. s). 5.31-5.44(2H, m). 6.00(lH, d, J=7.2Hz). 6. 
82(1H, m), 6-88(lH, dd, J=3:6 and 5.1Hz), 6.92(1H, d, J=3.6Hz), 7.21QH, 

dd, J=1.2 and 5.1Hz), 7.33(1H, d. J=3.6Hz). 
IR(CHC1 3 ): 3514, 3444. 3427; 2665. 1709, 1645, 1529, 1498, 1421, 1317 c 
15 m». 

[alD 24 +67.1±l.l° (c=1.006, MeOH) 

TtmftVi (C24H29NO3S3 • 0.1H 2 0> 

tf^fil (%) : C, 60.37: H. 6.16;: N, 2.90; S, 20.15 

nmm (%) : c, 60.46; h, 6.14; n. 2.96; s, 20.02 

20 fcHrfe) 1-10 7 

300MHz >H-NMR(CDCla)<y : 1.09— 1.32(3H, m), 1.38- 1.48(2H, m), 1.53-1. 
79(4H. m). 1.96~2.20(5H, m). 2.34(2H, t. J=7.2Hz), 2.54(4H, d and m, J= 
0.6Hz), 3.79(1H. m). 5.30- 5.45(2H, m), 6.48 and 6.51(total 1H. each d. J 
=7.8 and 7.5Hz), 7.12(lH, dd. J=3.9 and 5.1Hz), 7.42 and 7.43(total 1H. 

25 each d. each J=3.9Hz), 7.52 and 7.53(total 1H, each d, each J=3.9Hz). 7. 
58(1H. m). 7.69(1H. dd. J=1.2 and 5.1Hz). 
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IR(CHC1 3 ): 3509, 3443, 3425, 3092. 2666, 1708. 1650, 1532, 1503. 1403, 1 
322 cm 1 . 

[a]D«+70.4±l.l° (c=1.007, MeOH) 
TzM^tfr (C23H27NO4S3 • O.4H2O) 

5 (%) : C, 56.97; H, 5.78,- N, 2.89-, S. 19.84 

(%) : C, 57.03; H, 5.67; N, 3.19; S, 19.73 

jh-^mi - 1 0 8 

300MHz iH-NMR(CDCl 3 )tf : 1.09~ 1.32(3H, m), 1.39~ 1.50(2H, m), 1.54~1. 
77(4H; m), 1.97~2.20(5H ,m), 2.35(2H, t, J=7.2Hz), 2.52 and 2.53(total 3 
10 H, each s), 2.54(1H. m), 3.79(1H. m), 5.31~5.45(2H, m), 6.43 and 6.47(to 
tal 1H, each d; J=7.5 and 6.6Hz), 6.76(1H. m), 7.39(1H, it-like), 7.40(lH, 
dd, J=2.1 arid 3.6Hz), 7.52(1H. dd, J=2.1 and 4.2Hz). 

IR(CHC1 3 ): 3510, 3443, 3425, 3092, 1708, 1650, 1531, 1508, 1437, 1237 c 

■ ■ ■ mi. 

15 [a]D 23 +68.6±l.l° (c=1.011, MeOH) 
Ttmftm (C24H 29 N04S 3 • 0.2H 2 O) 
WtWiM (%) : C, 58.20; H, 5.98; N. 2.83; S ; 19.42 
(%) : C, 58.18; H, 5.67; N, 2.90; S, 19.11 
ibis® 1-10 9 

20 300MHz iH-NMR(CDCl 3 ) 6 : 1.13(1H, m), 1.21~ 1.34(2H, m). 1.45~ 1.52(2H, 
m), 1.59~1.78(4H, m), 2.03~2.23(5H. m), 2.37(2H. t, J=37.2Hz), 2.58(1H, 
m), 3.86(1H, m), 5.32~5.46(2H, m), 6.28(1H, d. J=6.6Hz)„ 7.20(lH f dd, J 
=3.9 and 5.1Hz), 7.59(lH, d, J=3.9Hz), 7.75<1H, dd. J=1.2 and 5.1Hz), 7.8 
1(1H, d, J=3.9Hz), 7.92(1H, dd, J=1.2 and 3.9Hz). 
25 IR(CHC1 3 ): 3518. 3442. 3425. 3109. 1709. 1651. 1622. 1529. 1508. 1442, 1 
414, 1356, 1286, 1267 cm-'. 
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[a]D° 3 +89.2±1.3° (c=1.002. MeOH) 

TtmftVi (C24H27NO4S2 • O.2H2O) 

ft* ft (%) : C, 62.50; H, 5.99; N, 3.04; S, 13.90 

MM® (%) : C. 62.63; H, 6.07; N, 2.97; S, 13.60 

5 ik&mi - 1 10 

300MHz »H-NMR(CDCl 3 )d: 1.12(1H, m), 1.22—1. 33(2H, m), 1.44~ 1.52(2H, 
m), 1.59~1.79(4H, m), 2.03~2.24(5H, m), 2.37(2H, t, J=7.2Hz), 2.57(1H, 
m), 3.87(1H. m), 4.14(3H, s), 5.32~5.47(2H. m), 6.14(1H, d, J=7.5Hz), 7. 
08(1H, dd, J=3.9 and 5.4Hz), 7.27(1H, dd, J=l_2 and 3.9Hz). 7.39(1H, dd, 
10 J=1.2 and 5.4Hz), 7.41(1H, d. J=3.9Hz). 7.49C.1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3516. 3444, 3425. 2665. 1709, 1649, 1529, 1498, 1049 cm '. 
[a]D 2 <+73.3± 1.1° (c=1.003, MeOH) 
Ttmftffi (C 25 H 3 oN 2 04S2 • 0.6H 2 O) 

mnm (%) : c, 60.36; h, 6.32; n, 5.63; s, 12^9 

15 (%) : C, 60.30; H, 6.14; N, 5.84; S. 12.95 

jb^fel -111 

300MHz iH-NMR(CDCl 3 )d: 1.08(1H. m), 1.19~ 1.30(2H. m), 1.40~ 1.50(2H, 
m), 1.55~1.82(4H, m), 1.98~2.21(5H ,m), 2.36(2H, t. J=7.2Hz). 2.53(1H, 
m), 3.83(1H, m), 5.30~5.44(2H, m), 5.96(1H, dL J=7.5Hz), 6.43(1H. br), 
20 6.52(1H, d, J=3.9Hz), 6.90(1H, m), 7.08~7.11(2H, m). 7.26~7.32(3H, m). 

IR(CHC1 3 ): 3514, 3444, 3419, 1739, 1709, 1633, 1601, 1500, 1456 cm ». 

[a] D 22+86.6±1.3 0 (c=1.005, MeOH) 

TtMfttit (C 2 5H 3 oN 2 0 3 S • 0.1H 2 0) 

Mtnm (%) : C, 68.18; H. 6.91; N, 6.36: S, 7.28 
25 mmm (%) : C. 68.i1: H. 6.95: N, 6.43: S, 7.31 

fb^tJ I - 1 1 2 
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300MHz >H-NMR(CDCl 3 )tf: 1.05(1H, m), 1.18- 1.30(2H, m), 1.39- 1.48(2H, 
m), 1.54-1.83(4H, m), 1.98— 2.21(5H ,m), 2.35(2H, t, J=7:2Hz), 2.51(1H, 
m), 3.38(3H, s), 3.80(1H, m), 5.29~5.42(2H, m), 5.82(1H, d, J=6.0Hz), 6. 

15(1H, d, J=4.2Hz), 7.11-7.39(6H, m). 
5 IR(CHCh): 3514, 3446, 3425, 1741, 1709, 1628, 1597, 1477, 1415 cm-'. 

[a]D 22 +83.2±1.2° (c=1.001, Me OH) 

TtmftVx (C26H32N2O3S) 

ft*®. (%) : C. 69.00; H, 7.13; N, 6.19; S, 7.08 

mmm (%> : c, 68.74; h, 7.08; n, 6.15; s. 7.01 

10 <h&® I - 1 1 3 

300MHz »H-NMR(CDCl 3 )d: 1.07(1H, m), 1.18-1.31(2H, m), 1.40- 1.49(2H, 
m), 1.55~1.75(4H, m), 1.99-2.16(5H, m), 2.31(3H, s), 2.35(2H S t, J=7.2 

Hz), 2.52(1H, m), 3.82(1H, m), 5.31-5.43(2H, m), 6.06(1H, d, J=7.5Hz), 7. 

03-7.20(5H, m), 7,44(1H, d, J=3.9Hz). 
15 IR(CHC1 3 ): 3516, 3444, 3425, 2671, 1709, 1647, 1529, 1498, 1421, 1317 c 

m* 1 . 

[a]D 23 +70.2±l.l° (c=1.001, Me OH) 
Ttmfrffi (C 26 H3iN0 3 S2) 

(%) : C, 66.49; H, 6.65; N, 2.98: S, 13.65 
20 (%) ■ : C. 66.34; H, 6.74; N, 2.94; S, 13.78 

fc-grti 1-114 
mp.H4-116°C 

300MHz <H-NMR(CDC1 3 )<5 : 1.09(1H. m), 1.18- 1.32(2H, m). 1.37- 1.47(2H, 
m), 1.55-1.75(4H, m), 2.00~2.18(5H, m), 2.35(2H, t, J=7.2Hz), 2.42(3H, 
25 s). 2.52(1H. m), 3.80(1H, m), 5.30-5.43(2H, m), 6.23(1H, d ; J=7.5Hz), 7. 
41(3H, m), 7.59(1H. d, J=3.9Hz), 7.78(2H. m). 
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IR(CHC1 3 ): 3514. 3442. 3371. 2669;. 1707, 1655. 1529. 1504, 1329. 1151 c 
mK 

[a]D 23 +72.4±l.l° (c=1.004. MeOH) 
Kmfrtir (C26H 31 Nd5S 2 ) 
5 tt#tt (%) : C 62.25: H,,6.23; N, 2.79; S, 12.78 

mmm (%) = c, 6i.83 ; h, 6.39; n, 2.73; s, 12.78 
it&m 1 - 1 1 5 . .. 

300MHz •H-NMR(CDCl 3 )(y : 1.07(1H, m), 1.18~ 1.31(2H, m), . 1.40~1.50(2H, 
m), 1.56~1.78(4H, m), 1.99~2.20(5H, m), 2.35(2H V t, J=7.2Hz), 2.53(lH, 
10 m). 3.77(3H. s). 3.82(1H. m). 5.31~5.43(2H. m). 6.06(1H, d. J=7.2Hz), 6. 
74~6.89(3H, m). 7.16- 7.23(2H, m), 7.45(1H, d. J=3.9Hz). 
IR(CHC1 3 ): 3516, 3444. 3425. 2665, 1709, 1647, 1591, 1529, 1498, 1477, 1 
423 cm 1 . 

[a] D 23 +68.7±l.l° (c=1.014, MeOH) 
15 7GjH##r (C26H31NO4S2) 

stWm (%) : C, 64.30; H. 6.43; M. 2.88; S. 13.20 
£Mtt (%) : C, 64.04: H. 6.56: N. 2.87; S. 13.43 
ih&Vl I - 1 1 6 
mp.67-70°C 

20 300MHz iH-NMR(CDCb)(5 : 1.09(1H, m). 1.17~ 1.32(2H, m), 1.39~ 1.47(2H, 
m), 1.55~1.75(4H, m), 2.00~2.2O(5H, m), 2.35(2H, t, J=7.2Hz), 2.52(1H. 
m), 3.80(1H. m), 3.86(3H. s), 5.30~5.43(2H, m), 6.26(1H, d. J=7.2Hz), 7. 
12(1H. m). 7.40~7.47(2H. m). 7.55(1H. m), 7.59(1H, d. J=3.9Hz). 
IR(CHC1 3 ): 3514, 3442, 3373. 1707, 1655. 1599. 1529. 1504, 1481, 1327. 1 
25 151 cm-». 

[a]D 23 +70.0±l.l° (c=1.008. MeOH) 
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•7Gfit#*r (C26H31NO6S2 • O.7H2O) 
H-gffi (%) : C, 58.89; H, 6.16; N, 2.64; S. 12.09 
(%) : C, 58.87; H-, 6.15; N, 2.74; S, 12.10 

5 300MHz iH-NMR(CDCl 3 )(5 : 1.10- 1.32(3H, m), 1.37— 1.46(2H, m), 1.55—1. 
73(4H, m), 1.94~2.18(5H, m), 2.34(2H, t, J=7.2Hz), 2.55(1H, m), 3.78(lH, 
m), 5.29~5.45(2H, m), 6.56(1H, d, J=6.6Hz), 7.09(1H, m), 7.37(1H, t, J= 
8.1Hz), 7.45<lH, d, J=3.9Hz), 7.47-7.53(2H, m), 7.55(lH, d, J=3.9Hz). 
IR(KBr): 3365, 3095, 1707, 1628. 1543. 1448, 1306, 1147 cm-'. 
10 [:a]D 23 +70.8±l.l° (c=1.003. MeOH) 
:fbmfrVi (C26H29NO6S2 • O.3H2O) 
ff-gffi (%) : C, 58.99; H, 5.86; N, 2.75; S, 12.60 
(%) : C, 58.85; H, 5.85; N, 2.67; S, 12.77 
I - 1 18 
15 mp.l33-134 c C 

300MHz iH-NMR(CDCl 3 )cy: i:08(lH, m), 1.18- 1.32(2H, m), l!40~ 1.49(2H, 
m), 1.65-1.78(4H. m), 1.96~2.24(5H, m), 2.34(2H, t. J=7.2Hz), 2.52(lH. 
m), 3.81(1H, m), 5.31-5.46(2H, m), 6.14(1H, d, J=6.6Hz), 6.71(2H. m), 6. 

86(1H, m), 7.14(2H, m), 7.42(1H, d, J=3.9Hz). 
20 IR(Nujol): 3336, 3091, 2656, 1703, 1603, 1581, 1545 cm 1 . 

[a]D 23 +73.2±l.l° (c=1.007, MeOH) 

Ttmfttii (C26H29NO4S2) 

nt&m (%) : C 63.67; H, 6.20; N, 2.97; S, 13.60 
nfflB (%) ■■ C, 63.78: H. 6.17; N, 3.10; S, 13.73 

25 it^m I - 1 1 9 

300MHz >H-NMR(CDC1 3 )(5: 1.05(1H. m), 1.17- 1.30(2H, m), 1.38- 1.48(2H, 
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. m), 1.54-1.80(4H. m), 1.98-2.20(5H, m). 2.34(2H, t, J=7.2Hz), 2.51(1H, 
m), 3.79(3H, s), 3.81(1H. m), 4.10(2H, s), 5.29-5.42(2H, m), 5.97(1H, d, 
J=7.5Hz), 6.77-6.84(4H. m), 7.23(2H, m). 7.37(1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3514. 3446, 3427, 1741, 1709, 1641, 1543, 1506, 1456 cm-'. 
5 [a]D 2J +64.3±1.0° (c=l. 005, MeOH) 

TtmfrtfT (C27H33NO4S • O.lHaO) 

tHlffl (%) : C, 69.08; H, 7.13; N, 2.98; S, 6.83 

mMiM (%) : C, 69.03; H, 7.25; N, 3.06; S, 7.00 

4h&WI -12 0 

10 300MHz iH-NMR(CDCl 3 ) 6 : 1.07(1H, m), 1.16- 1.28(2H, m), 1.36- 1.46(2H. 
m), 1.52-1.78(4H, m), 1.96~2.17(5H, m). 2.32(2H, t, J=7.2Hz), 2.50(1H, 
m), 3.80(1H, m), 4.02(2H. s), 5.28— 5.42(2H, m), 6.16(1H, d, J=7.5Hz), 6. 
72-6.77(4H, m), 7.14(1H, m), 7.36(1H, d, J=3.9Hz). 
IRCCHCh): 3595, 3423, 3207, 1707, 1635, 1599, 1545, 1508, 1456 cm-'. 
15 [a]D 23 +66.8±l.l° (c=1.009, MeOH) 
Ttmfrtft (C26H31NO4S • O.4H2O) 
nnHM. (%) : C, 67.77; H. 6.96; N, 3.04; S, 6.96 
(%) : C, 67.83; H, 6.92; N, 3.18: S„ 7.14 
I -12 1 

20 300MHz iH-NMR(CDCl 3 )tf : 1.06(1H, m), 1.18- 1.31(2H, m), 1.40- 1.48(2H, 
m), 1.55~1.82(4H, m), 1.98— 2.22(5H, m), 2.29(3H, s), 2.35(2H, t, J=7.2 

Hz), 2.52(1H, m), 3.80(1H, m), 4.14(2H, s), 5.29-5.43(2H. m) ; 5.97(1H, d, 
J=7.5Hz), 6.78(lH,m), 6.94-7.00(2H. m), ¥.10(lH, m), 7.33(1H, m), 7.36 

(1H, d, J=3.9Hz). 

25 IR(CHC1 3 ): 3514, 3446. 3427. 2669, 1763, 1745, 1709, 1643. 1545, 1506, 1 
371 cm 1 '. 
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[a]D 23 +61.3±1.0° (c=1.019. MeOH) 

7tmftVr (C28H33NO6S • 0.1H2O) 

(%) : C, 67.61; H, 6.73; N. 2.82; S, 6.45 
&*fltt (%) : C 67.52; H. 6.77; N. 2.99; S, 6.48 
5 ih^m 1-12 2 

300MHz iH-NMR(CDCl3)<5 : 1.06(1H. m), 1.18~ 1.30(2H, m), 1.40-1. 48(2H, 
m), 1.56~1.76(4H, m)„ 1.99-2. 17(5H, m), 2.35(2H, t, J=7.2Hz), 2.52(lH, 
m), 3.81(1H, m), 4.25(2H, s), 5.30~5.43(2H, m), 6.00(1H, d, J=7.5Hz), 6. 
81(1H, d, J=3.9Hz), 7.20~7.36(6H, m). 
10 IR( ; CHC1 3 ): 3516. 3446, 3427. 2667. 1709. 1643. 1543, 1506 cm-'. 
[a]D 23 +65.0± 1.0° (c=l. 008. MeOH) 
Ttmfttir (C26H31NO3S2 • O.IH2O) 
atnm (%) : C, 66.24; H, 6.67; N, 2.97; S, 13.60 
H$J*i (%) ; : C, 66.14; H, 6.63; N, 3.05; S, 13.49 
15 - 1 2 3 

300MHz iH-NMR(CDCl3)<y: 1.08(1H, m), 1.20~ 1.32(2H, m). i:40~ 1.50(2H, 
m), 1.56~1.80(4H. ra),. 2.00~2.20(5H. m). 2.36(2H. t. J=7.2Hz), 2.54(1H, 
m), 3.84(1H, m), 5.20(2H. s), 5.31~5.44(2H. m), 6.06(1H, d. J=7.5Hz), 6. 
94~7.05(4H, in). 7.27-~7.33(2H, m), 7.42(1H, d. J=3.9Hz). 
20 IR(CHC1 3 ): 3516, 3444, 3427, 2669, 1709, 1645. 1599, 1545, 1508, 1497 c 
m». 

[a]D 24 +65.4±l.l° (c=1.003, MeOH) 
Ttmfrtir (C26H31NO4S • O.2H2O) 
ftjftt (%) : C, 68.30; H. 6.92; N. 3.06; S, 7.01 
25 (%) ■■: C, 68.32; H, 6.83; N, 3.08; S, 6.99 

ib&Vn 1-12 4 
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300MHz »H-NMR(CDCl3)d : 1.06(1H. m), 1.18~1.32(2H. m), 1.40- 1.50(2H, 
m), 1.55~1.80(4H. m), 2.00-2.20(5H. m), 2.35(2H, t, J=7.2Hz), 2.52(lH, 
m), 3.8K1H, m), 4.51(2H, d. J=0.9Hz), 5.30~5.43(2H, m), 6.01(1H, d, J= 

7.5Hz), 6.65~6.97(3H, m), 6.96(1H, d, J=3.9Hz), 7.16~ 7.21(1H. m), 7.41( 
5 1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3516, 3444. 3427. 1709, 1643, 1603, 1545, 1504, 1309, 1260 c 

m-i. 

[a]D 23 +6'5.7±i.0° (c=1.014, MeOH) 
Ttm frVi (C26H 32 N 2 03S • O.2H2O) 
10 fj-JHit (%) : C. 68.45: H, 7.16: N, 6.14: S, 7.03 
MMM (%) : C, 68.43: H. 7.18; N, 6.27; S, 6.94 

it-km i - 1 2 5 

300MHz iH-NMR(CDCl3)<y : 1.05(1H, m), 1.18~ 1.27<2H, m), 1.40~ 1.45(2H, 
in), 1.56~1.77(4H. m), 2.00~2.13(5H, m), 2.28(3H, s), 2.34(2H, t, J=7:5 
15 Hz), 2.51(1H. m), 3.80(1H, m), 4.12(2H, s), 5.29~5.41(2H, m), 5.98(1H, d, 
J=7.2Hz), 6.69(1H, d, J=3.6Hz), 7.18(4H, s). 7.36(1H, d, J=3.6Hz). 
IR(CHC1 3 ): 3518, 3446. 3426. 1741, 1709. 1641. 1543. 1506, 1458 cm 1 . 
[ a ] D 22.5+66.8±l.l° (c=1.003, MeOH) 
TtmfrVi (C27H33NO3S • H2O) 
20 gHtffi (%) : C, 69.05; H, 7.51; N, 2.98; S. 6.83 
(%) : C, 69.07; H, 7.11; N, 3.23; S, 7.04 
itS® 1-12 6 

300MHz <H-NMR(CDC1 3 )(5 : 1.04(1H. m), 1.17~ 1.28(2H, m), 1.41- 1.46(2H, 
m), 1.55~1.77(4H, m), 2.00~2.20(5H. m), 2.34(2H, t. J=7.2Hz), 2.51(1H. 
25 m). 3.80(1H. m), 4.12(2H, s), 5.29~5.41(2H. m). 5.91(1H. d. J=7.2Hz). 6. 
77(1H, d. J=3.3Hz). 6.86-~6.90(2H. m), 7.15(1H, dd, J=1.8 and 7.5Hz), 7.2 
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0~7.26(1H, m), 7.34(lH, d, J=3.6Hz).- 
; IR(CHCls): 3519, 3446, 3427, 2669, 1741, 1709, 1641, 1643, 1504, 1458, 1 
248 cm 1 . 

[ a ] D 22.5+64.2±1.0° (c=1.005, Me OH) 
5 7X,%^m (C27H33NO4S • O.IH2O) 

ftgfii (%) : C, 69.08; H, 7.13; N. 2.98; S, 6.83 
(%) C, 68.97; H, 6.90; N, 3.09; S, 6.77 

\t&m I I - 2 

300MHz »H-NMR(CDC1 3 )<5 ; 0.89(1H, d, J=10.2Hz), 1.05 and 1.19(each 3H, 
10 each s), 1.50-2.44(14H, m), 4.15(1H, m), 5.31~5.50(2H, m), 6.31(1H, d, 
J=8.lHz), 7.00(1H, d. J=1.8Hz), 7.42~7.47(2H, m), 7.54(1H, d. J=1.8Hz), 
7.56(lH,,m). 7.76~7.79(2H, m), 8.29(1K, s). 
IR(CHC1 3 ): 3509, 3446, 3360, 3108, 1708, 1639, 1515, 1448, 1330, 1164 c 
m-i. . 
15 [a]D 20 +39.0±0.8° (c=1.006, Me OH) 

Tumfttt (C27H34N2O6S2 • o.mm 

(%) : C, 60.09; H, 6.54; N, 5.19; S.11.88 
mmiM (%) : C, 60.07; H, 6.48; N, 5.31; S.11.92 
itS® I I - 3 

20 300MHz iH-NMR(CDCl 3 ) 6 : 0.73(1H d, J=10.2Hz), 1.06 and 1.16(each 3H, 
each s), 1.43~2.36(14H. m), 4.07(1H, m), 5.28~5.49(2H, m), 6.37(1H, d, 
J=8.7Hz), 7.28 and 7.33(each 1H, each d, each J=1.8Hz), 7.38— 7.43(2H, 
m), 7.50(1H. m), 7.96~7.99(2H, m). 

IR(CHCh): 3440, 3254 ? 3096, 3062, 1708, 1643, 1560, 1530, 1298 cm ». 
25 [a]D 20 + 49.0 ±0.9° (c=1.008, MeOH) 

7X.mftffi (C28H 3 4N 2 04S • O.4H2O) 
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ftUtt (%) : C, 67.01: H, 6.99; N. 5.58: S.6&9 
£M (%) : C, 66.96; H. 7.04; N, 5.67; S.6.32 
I I — 4 

300MHz iH-NMR(C©tl3)cy : 0.94(1H, d, J=10.2Hz). 1.08 and 1.21(each 3H, 
5 each s), 1.50~2.43tfl4H. m), 4.12(2H, s), 4.22(1H, m), 5.33~5.49(2H, m), 
6.06(1H, d, J=8,7?Hfe), 7.04(1H, d, J=1.2Hz), 7.22~7.34<2H, m) , 7.63(1H, 
d, J=1.2Hz). 

IR(CHC1 3 ): 3517, 3451, 3087, 3065, 2670, 1708, 1708, 1647, 1549, 1508 c 
m* 1 . 

10 [a]D 218 +41.9±0.8 ? (c=1.015, Me OH) 
7tmftVr (C28H35NO3S) 

&&m (%) : C 72.22: H, 7.58; N, 3.01; S.6.89 

mmm (%) ■. c, 72.07; h, 7.57; n, 3.21.- s,6.77 
fc&m 1 1 - 5 

15 300MHz iH-NMR(CDCla)(5 : 0.98(1H, d. J=10.2Hz), 1.14 and 1.24(each 3H, 
each s), 1.54~2.48(14H. m), 4.30(1H, m), 5.35~5.52(2H, m), 6.26(1H, d, 
J=8.7Hz), 6.38 and 7.13 (each 2H, each t, J=2.lHz), 7.44 and 7.79(each 
2H, each d, each J=8.4Hz). 

IR(CHCh): 3453, 2662, 1739, 1708, 1652, 1609, 1500, 1333 cm *. 
20 [a]D 22 +6.5.2±l.l° (c=1.006, MeOH) 
TtMfttii (C27H34N2O3 • O.3H2O) 

mnm (%) = a 73.71; h, 7.93; n, 6.37 

(%) : C, 73.85; H, 7.88; N, 6.37 
11-6 

25 300MHz iH-NMR(CDCl3)(5 : 0.95(1H. d. J=10.2Hz), 1.10 and 1.22(each 3H, 
each s), 1.52~2.42(14H, m), 4.25(1H. m), 5.34~5.51(2H, m), 6.35(1H. d, 
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J=8.7Hz), 7.07~7.15(3H, m), 7.2l~7.26(2H, m), 7.73 and 7.77(each 2H, 
each d, each J=8.7Hz). 

IR(CHCh): 3518, 3446, 3365. 3249, 2673, 1709, 1655, 1516, 1348, 1167 c 
m-». 

5 [a]p 21 6 +56.1±0.9° (c=1.000, MeOH) 
TGfJtfl-flf (C29H36N2O6S ♦ O.6H2O) 
.#JI* (%) : C, 65.05; H, 7.00; N, 5.23; S, 5.99 
(%) : C, 65.07; H, 6.94; N, 5.37; S, 6.03 

it&m I I - 7 

10 300MHz iH-NMR(CDCl 3 )tf : 0.94(1H. d, J=10.5Hz). 1.09 and 1.21(each 3H, 
each s), 1.50~2.44(14H, m), 4.24(1H, m), 5.32~5.48(2H, m), 6.24(1H, d, 
J=8.7Hz), 7.17 and 7.60(each 2H, each d, each J=8.7Hz), 7.41~7.46(2H, 
m), 7.54(1H, m), 7.80~7.84(2H, m). 

IR(CHC1 3 ): 3510, 3451, 3371, 3139, 1709, 1647, 1609, 1496, 1163 cm 1 . 
15 [a]D 22B +47.1±0.9° (c=1.006, MeOH) 
7C^^«f (C29H36N2O5S • 0.4H 2 O) 
sYWfe (%) : C. 65.49; H, 6.97; N. 5.27; S, 6.03 
(%) : C, 65.51; H, 6.87; N, 5.39; S, 5.89 
I I - 8 

20 300MHz iH-NMR(CDCl 3 )d : 0.96(1H, d, J=10.5Hz), 1.09 and 1.22(each 3H, 
each s), 1.52~2.44(14H, m), 4.26(1H, m), 5.33~5.49(2H, m), 6.26(1H, d, 
J=8.4Hz), 6.31 and 7.15(each 2H. each t, each J=2.lHz), 7.81 and 7.89(e 
ach 2H, each d, each J=8.4Hz). 

IR(CHC1 3 ): 3514, 3446. 3144, 1708, 1663, 1514, 1377, 1173 cm 1 . 
25 [a]D 22 +64.1±0.9° (c= 1.000, MeOH) 
TtmftVr (C27H34N2O5S • O.2H2O) 
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tt^iil (%) : C, 64.57; H. 6.90; N, 5.58; S, 6.38 
(%) : C. 64.50; H, 6.97; N, 5.71; S, 6.28 
I -9 
mp.l56-157*C 

5 300MHz iH-NMR(CDCl 3 )d : 1.00(1H, d, J=10.2Hz), 1.17 and 1.25(each 3H, 
each s), 1.57~2.51(14H, m), 4.31(1H, m), 5.34~5.54(2H, m). 6.37(1H, d, 
J=9.3Hz), 7.33^7.47(3H, m) ; 7.61(1H, s), 7.64(1H, m), 7.70^-7.73(2H, m) s 
7.87<1H, d, J=8.4Hz), 8.15(1H, d, J=1.2Hz). 
IR(CHCla): 3518, 3452, 1741, 1709, 1649. 1510 cm-'. 
10; [a ]d 23 +67.2± 2.1 6 (c=0.503. MeOH) 
Tlfkftft (C31H36NO3S • O.IH2O) 
i ff-gffl (%) : C, 73.95; H, 7.05; N, 2.78; S, 6.37 

••: mmm (%) : c, 73.94; h, 7.08; n, 3.04; s, 6.53 
fti&m 11-10 : 

15 300MHz iH-NMR(CDCl 3 )<5 : 0.96(1H, d, J=10.5Hz), 1.11 and 1.23(each 3H, 
each s). 1.54~2.49(14H, m), 4.25(1H, m), 5.35~5.56(2H, m), 6.33(2H. t, 
J=2.4Hz), 6.56(1H, d. J=7.8Hz), 7.17(2H, t. J=2.4Hz), 7.58(1H. t. J=7.8H 
z). 7.93(1H. m), 8.04(1H, d, J=7.8Hz), 8.24(1H, m). 

IR(CHCla): 3513, 3389, 3144, 2669, 1726, 1709, 1659, 1515, 1470, 1455, 1 
20 375 cm 1 . 

[a]D 25 +54.0 ±0.9° (c=1.008, MeOH) 

7CffS##T (C27H34NSO6S • O.2H2O) 

ffgffi (%) : C, 64.46; H. 6.90; N. 5.53; S. 6.38 
(%) : C 64.45; H, 6.89; N, 5.75; S,6.42 
25 fb£tl 11-11 ' 

300MHz iH-NMR(CDCl 3 )<5 : 0.96(1H, d, J=10.2Hz), 1.10 and 1.23(eachi 3H, 
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each s), 1.52~2.42(14H, m), 2.29(3H, t), 4.26QH, m), 5.35~5.49(2H, m), 
5.96(1H, brs), 6.19(1H, t, J=3.2Hz), 6.26(1H, d, J=8.lHz), 7.25(1H, m), 7. 
81(4H, s). 

IR(CHC1 3 ): 3511, 3446, 3152, 1708, 1662, 1514, 1485, 1368, 1164 cm-i. 
5 [a]D 27 +59,4±1.0° (c=1.006, MeOH) 

Ttmfttt (C28H 36 n 2 0bS) 

ffgtt (%) : G, 65.60; H, 7.08; N, 5.46; S.6.25 
MM® (%) = C, 65.41; H, 7.00; N, 5.67; S.6.24 

it^MI 1-12 

10 300MHz iH-NMR(CDCl 3 )<5 : 0.97(1H, d, J=10.5Hz), 1.03 and 1.22(each 3H, 
each s), 1.452- 2.46(14H, m), 4.26(1H, m), 5.33~5.50(2H, m), 6.20(2H, t, 
J=2.lHz), 6.22(1H, d, J=8.lHz), 6.68(2H, t, J=2.lHz), 7.15 and 7.67(each 
2H, each d, each J=8.1Hz). 
IR(CHCls): 3511, 3452, 3103, 2666, 1709, 1652, 1523, 1496 cm-». 

15 [a]D 23 +57.7±1.0° (c=1.010, MeOH) 

TtMftffi (C28H36N2O3 • O.lHaO) 
ItSHi (%) : C, 74.67; H, 8.10; N, 6.22 
(%) : C, 74.69; H, 8.21; N, 6.38 
iti$m 11-13 

20 300MHz iH-NMR(CDCls)<5 : 0.94(1H, d, J=10.2Hz), 1.06 and 1.20(each 3H, 
each s), 1.49~2.40(14H, m). 4.21(1H, m), 5.31-5. 45(2H, m), 6.19(1H, d, 
J=8.4Hz), 6.88(1H, d, J=3.6Hz), 7.22-7.35(2H, m), 7.52~7.55(2H, m), 7. 
74 and 7.91(each 2H, each d, each J=8.4Hz), 7.98(1H, d, J=8.4Hz). 
IR(CHC1 3 ): 3481, 3440. 3145, 3116, 2661, 1709, 1660, 1516, 1485, 1446, 1 
25 377, 1261, 1178, 1130 cm '. 

[a]D 26 +56.6±1.0° (c=1.000. MeOH) 
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7tmft$i (CaiHaeNsOeS • O.lHaO) 
itnm (%) : C, 67.64; H, 6.63; N„ 5.09; S, 5.82 
mm® (%) : C, 67.68; H, 6.72; M D 5.35; S, 5.73 
11-14 

5 300MHz iH-NMR(CDCl 3 )<y : 0.92(1H, d, J=10.2Hz), 1.09 and 1.21(each 3H, 
each s), 1.53~2.47(14H, m), 4.17CIH, m), 5.35~5.55(2H, m), 6.35 and 7. 
17(each 2H, each t, each J=2.1Hz> B 6.38(1H, d, J=8.7Hz), 8.09 and 8.17(e 
ach 1H, each d, each J=1.5Hz). 

IR(CHC1 3 ): 3510, 3409, 3144, 3107, 1727, 1709, 1657, 1538, 1503, 1456, 1 
10 387, 1166 cm-'. 

[ a ] D 26.5+46.l±0.9° (c=1.005, :MeOH), .;• 

TtMfrVi (C26H32N3OBS2 • O.2H2O) ^ 

ff^fil (%) : C, 59.08; H, 6.43; N. 5.51; S, 12.62 

mm®. (%) : C, 59.10; H, 6.45; N, 5.69; S, 12.58 
15 it^m 11-15 

300MHz iH-NMR(CDCh)(5: 0.93(1HL, d, J=10.2Hz), 1.08 and 1.21(each 3H, 
each s),. 1.50~2.41(14H. m), 4.20(HH, m), 5.35r~5.47(2H, m), 6.16(1H, d, 
J=8.7Hz), 6.33 and 7.16(each 2H, each t, each J=2.4Hz), 7.30 and 7.56(e 

ach 1H, each d, each J=3.9Hz). 
20 IR(CHC1 3 ): 3515, 3446. 3144, 3100, 1708, 1658, 1529, 1504, 1456, 1385, 1 

167 cm-i. 

[a]D 26 - 6 + 54.1±0.9° (c=1.004, MeOHD 
Ttm^tfr (C26H32N2Q5S2 • O.2H2O) 
tMItt (%) : C, 59.08; H, 6.43; N, S.51; S. 12.62 
25 MM® (%) : C, 59.12; H, 6.36; N, $.57; S, 12.59 
<t&® I 1-16 
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300MHz iH-NMR(CDCl 3 )<? : 0.95<1H, d, J=10.2Hz), 1.09 and 1.22(each 3H, 
each s), 1.52~2.45(14H, m), 4.24<1H, m), 4.63(2H ( s), 5.34~5.50(2H, m), 
6.25~6.27(2H, m), 6.40(1H, d, J=8.4Hz), 7.25(lH, dd. J=1.8 and 3.0Hz), 

7.80 and 7.85(each 2H, each d> each J=8.7Hz). 
5 IR(CHCb): 3581,-3518, 3445, 3149, 2666, 1709, 1661, 1515, 1472, 1371, 1 

182, 1150 cm 1 . 

[a]t> 27 + 58.1±1.0° (c=1.007, MeOH) 
7Gl8##f (CasHaeNaOsS) 

(%) : C, 63.61; H, 6.86; N, 5.30; S, 6.07 
10 (%) : C, 63.50: H, 6.84; N, 5.44; S, 5.89 

it&WI 1-17 
mp.ll9-121*C 

300MHz »H-NMR(CDCl 3 )(y : 0.97(1H, d, J=10.2Hz), 1.11 and 1.24(each 3H, 
each s), 1.53~2.49(14H, m), 4.29(1H, m), 5.39~5.57(2H, m), 6.37 and 7. 
15 22(each 2H, each t, each J=2.lHz), 7.13(1H, d, J=8.4Hz), 7.50 and 7.93(e 
ach 1H, each d, each J=3.9Hz). 

IR(Nujol): 3365, 3145, 3100, 1739, 1621, 1548, 1405, 1367, 1187 cm 1 . 
[a]D 26 5 +45.5±0.8° (c=1.012. MeOH) 
7tMft%X (C26H32N2O5S3) 
20 mnfe (%) : C, 59.74; H, 6.02; N, 5.57; S, 12.76 

mmm (%) = c, 59.56; h, 6.33; n, 5.64; s, 12.76 

-fb^tF 11-18 

300MHz iH-NMR(CDCl 3 )(5 : 0.93(1H, d, J=10.2Hz), 1.08 and 1.21(each 3H, 
each s), 1.50~2.41(14H, m), 4.21(1H, m), 5.34~5.48(2H, m), 6.21(1H, d, 
25 J=8.4Hz), 7.36 and 7.63(each 1H, each d, each J=3.9Hz), 7.70(1H, dd, J 
=1.5 and 5.1Hz), 7.75(1H, dd, J=1.5 and 3.9Hz). 
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IR(CHC1 3 ): 3516. 3446, 3097, 1708, 1656. 1529, 1504, 1337, 1153 cm-*< 
[a]D 26 +54.1±0:9° (c=l,000, Me OH) 
7c3?i#0f (CsbH3iNObS 3 ) 

(%) : C 57.56; H, 5.99; N, 2.68; S, 18.44 
5 mmi& (%) : £, 57.33; H, 5.95; N, 2.68; S, 18.38 
11-19 
mp.l32-133*C 

300MHz iH-NMR(CDCl 3 )(5 : 0.93(1H, d, J=10.2Hz), 1.08 and 1.21(each 3H, 
each s), 1.54~2.44<14H, m), 4.19(1H. m), 5.33~5.50<2H, m), 6.03(1H, d, 
10 J=8.7Hz), 6.52(1H, dd, J=1.5 and 3.3Hz), 7.11(1H, dd, J=3.9 and 4.8Hz), 
7.17(1H, dd, J=2.1 and 3.3Hz), 7.70~7.72(2H. m), 7.74(1H, dd, J=1.5 an 
d 3.9Hz). 

IR(CHC1 3 ): 3510, 3448, 3143, 3099, 1733, 1708, 1650, 1572, 1507, 1473, 1 
387, 1179 cm-'. 
15 [a]D 24 +39.1±0.8° (c=l.O03, MeOH) 
7i%fr%x (C26H 32 N 2 05S 2 ) 

ff-gffi (%) ; C, 59.50; H, 6.39; N, 5.55; S, 12.71 
(%) : C, 59.49; H, 6.46; N, 5.47; S. 12.70 
ih^m 11-20 

20 mp.ies-ieet; 

300MHz iH-NMR(CDCl 3 )<y : 0.93(1H, d, J=10.2Hz), 1.08 and 1.20(each 3H, 
each 8), 1.50~2.45(14H, m), 4.17(iH, m). 5.33~5.51(2H, m), 6.04(1H, d, 
J=8.4Hz), 6.51(1H, dd, J=1.6 and 3.3Hz), 7.15(1H, dd, J=2.4 and 3.3Hz), 
7.52~7.57(2H. m), 7.65(1H, m), 7.74(1H, dd, J=1.8 and 2.1Hz), 7.89-7.9 
25 3(1H, m). 

IR(CHC1 3 ): 3510, 3449, 3144, 1733, 1708, 1650, 1570, 1507, 1384, 1185, 1 
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176 cm-i. 

[a]D 24 +33.8±0.7° (c=1.011, MeOH) 
7tMfttir (C27H34N2O6S) 

ff-gfll (%) : C, 65.04; H, 6.87; N, 5.62; S, 6.43 
3tM£ (%) : C, 64.95; H, 6.68; N, 5.69; S, 6.40 
jb^l 11-21 

300MHz iH-NMR(CDCl 3 )(5 : 0.93(1H, d, J=10.2Hz), 1.07 and 1.21(each 3H, 
each s), 1.49— 2.4K14H. m), 4.19(1H, m), 5.33~5.47(2H, m), 5.99(1H, d, 
J=8.7Hz), 7,01<1H, dd, J=3.6 and 5.4Hz), 7.04 and 7.28(each 1H, each 

d, each J=3.6Hz), 7.29<1H, dd, J=1.2 and 3.6Hz), 7.43(1H, dd, J=1.2 and 

5.4Hz). 

IR(CHC1 3 ): 3518, 3449, 3430, 2672, 1708, 1646, 1530, 1500, 1421 cm-'. 
[ a ] D 26.5+45.9 + o.9° (c=1.010, MeOH) 
TtMfrVr (C25H31NO3S3) 

mWB. (%) : C, 61.32; H, 6.38; N, 2.86; S, 19.64 

mmm (%) : c, 61.17; h, 6.42; n, 3.00; s, 19.80 

hi - 2 2 

300MHz, iH-NMR(CDCl 3 )<y : 0.93(1H, d, J=10.2Hz), 1.07 and 1.21(each 3H, 
each s), 1.49~2.41(14H, m), 2.46(3H, d, J=1.2Hz), 4.18(1H, m), 5.33-5. 
47(2H, m), 5.99(1H, d, J=8.4Hz), 6.66(1H, m), 6.99(1H, d, J=3.9Hz), 7.10 
(1H, d, J=3.3Hz), 7.26(1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3509, 3449, 2671, 1708, 1645, 1530, 1500, 1420 cm-i. 
ta]D 2B6 -f-43.5±0.8° (c=1.002, MeOH) 

7ZMftVT (C26H33N0 3 S 3 ) 

: C, 61.99: H, 6.60; N. 2.78; S, 19.10 
(%) : C, 61.77; H, 6.68; N, 2.83; S, 18.91 
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{t&m 11-23 

mp.ll8-120°C 

300MHz iH-NMR(CDCh)<5: 0.94(1H, d, J=10.2Hz), 1.09 and 1.22(each 3H, 
each s), 1.51~2.42(14H, m), 2.53(3H, d, J=0.9Hz), 4.20(1H, m), 5.35-5. 
5 48(2H, m), 6.17(1H, d, J=8.7Hz), 6.77(1H, m), 7.34(1H, d, J=3.9Hz), 7.57 
(1H, d. J=3.6Hz), 7.60(1H, d, J=3.9Hz). 

IR(Nujol): 3399, 3082, 1733, 1613, 1543, 1328, 1318, 1151 cm 1 . 
[ a ] D 26.6 + 54.0 ±0.9° (c=1.012, MeOH) 
TcMftVi (C28H33NOBS3) 
10 (%) : C, 58.29; H, 6.21; N, 2.61; S, 17.95 

mWOM (%) : C, 58.08; H. 6.18; N, 2.73; S, 17.66 
fc&m 11-24 
mp.l26-127*C 

300MHz iH-NMR(CDCl3)d : 0.93(1H, d, J=10.2Hz), 1.08 and 1.20(each 3H, 
15 each s), 1.50~2.46(14H, m), 4.17(1H, m), 5.33~5.51(2H, m), 6.04(1H, d, 
J=8.4Hz), 6.51(1H, dd, J=1.5 and 3.3Hz), 7.13(1H, dd. J=2.7 and 3.3Hz), 
7.22(1H, dd, J=7.8 and 9.0Hz), 7.73(1H, dd, J=1.5 and 2.1Hz), 7.91-7.9 
6(2H, m). 

IR(CHC1 3 ): 3513, 3449, 3144, 1733, 1709, 1651, 1592, 1507, 1496, 1385, 1 
20 181 cm-'. 

[a]D 24 +36.2±0.8° (c=1.005, MeOH) 
TtmfrVi (C27H33FN2OBS) 

nniM (%) : C, 62.77; H. 6.44; N, 5.42; F, 3.68; S, 6.21 
(%) : C, 62.71; H, 6.49; N, 5.39; F, 3.69; S, 6.21 
25 jb^j 1-25 
mp.l45-146*C 
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300MHz iH-NMR(CDCl 3 )<5 : 0.93(1H, d, J=10.2Hz), 1.08 and 1.20(each 3H, 
each s), 1.50~2.45(14H, m), 3.86(3H, s), 4.17(1H, m), 5.33~5.51(2H, m), 
6.04QH, d, J=8.4Hz), 6.48(1H, dd, J=1.5 and 3.3Hz), 6.98 and 7.85(each 
2H, each d, each J=9.0Hz), 7.12(1H, dd, J=2.7 and 3.3Hz), 7.71(1H, dd, 
5 J=1.8 and 2.1Hz). 

IR(CHC1 3 ): 3513. 3449. 3413, 3143, 1733, 1709, 1649, 1596, 1576, 1499, 1 
- 379, 1266, 1189, H67 cm 1 . 

[a]D 24 +34.5±0.7° (c=1.005, MeOH) 
Ttmftffi (C28H36N2O6S) 
10 (%) : C, 63.61; H, 6.86; N, 5.30; S, 6.07 ' 

mmm (%) = c, 63.54,- h, 6.93; n, 5.18; s. e.os 
fc&m 11-26 

300MHz «H-NMR(CDCl 3 )(y : 0.97(1H, d, J=10.5Hz), 1.12 and 1.23(each 3H, 
each s), 1.50~2.50(14H, m), 4.23(1H, m), 5.39~5.51(2H, m), 6.09(1H, d, 
15 J=9.6Hz), 6.35QH, dd, J=2.4 and 3.9Hz), 6.48(1H, dd, J=2.4 and 3.9Hz), 
7.02(1H, dd, J=3.6 and 4.8Hz). 7.18(1H, dd, J=0.6 and 4.8Hz), 7.41(1H, 
dd, J=0.6 and 3.6Hz), 10.92(1H, brs). 

IR(CHC1 3 ): 3506, 3447, 3220, 3164, 1704, 1617, 1537, 1508 cm- 1 . 
[«]d 24 +50.7±0.9° (c=1.009, MeOH) 
20 %$kftm (C26H32N2O3S • O.2H2O) 

S\nm (%) : C, 67.59; H, 7.35; N, 6.31; S, 7.22 
mmm. (%) : C, 67.60; H, 7.23; N, 6.39; S, 7.34 
fc^ft 11-27 
mp.l38-139°C 

25 300MHz >H-NMR(CDC1 3 )<5: 0.97(1H, d, J=10.2Hz). 1.13 and 1.24(each 3H, 
each s), 1.50~2.47(14H. m), 4.24(1H, m), 5.36~5.52(2H. m), 6.06(1H, d, 
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J=8.4Hz), 6.98(1H, d, J=3.9Hz), 6.99 .and 7.05(each 1H, each d, each J= 
16.2Hz), 7,28~7.34(3H, m), 7.37(1H, d. J=3.9Hz). 

IR(CHCla): 3518, 3449, 3431, 2665, 1708, 1642, 1538, 1519, 1500 cm 1 . 
[a]D 24 +49.1±0.9° (c=1.014, MeOH) 
5 vuMfrtii (C 2 7H 3 3N0 3 S 2 ) 

{%) : C, 67.05; H, 6.88; N, 2.90; S, 13.26 

(%) : C, 67.94; H, 6.86; N, 2.99; S, 13.23 
ih^m 11-28 

300MHz iH-NMR(CDCl 3 )<y : 0.94(1H, d, J=9.9Hz), 1.07 arid 1.22(each 3H, 
10 each s), 1.50~2.44(14H, m), 4.20(1H, m), 5.30~5.51(2H, m)\ 5.97(lH, d, 

J=9.0Hz), 6.58(2H, s). 6.95QH, d, J=3.9Hz), 7.02(1H, dd, J=1.5 and 4.8H 

z), 7.25~7.31<2H. m), 7.31(1H, d, J=3.9Hz)., s 
; IR(CHCl 3 )i. 3517, 3449, 3430, 2664, 1708, 1642, 1536, 1519, 1501 cm 1 . 

[a]D 24 +38:(o:±0.8 a (c=1.006, MeOH) 
15 TtMfrVi (C27H 33 Np 3 S 2 • 0.2H 2 O) 

nnm (%) : c, 66.55; h, 6.91; n, 2.87; s, 13.16 
mmm (%) : c, 66.52; h, 6.8i ; n, 3.11; s, 12.93. 

-fb^%7 11-29 

300MHz iH-NMR(CDCl 3 )<5: 0.94(1H, d, J=10.2Hz), 1.09 arid 1.22(each 3H, 
20 each s), 1.50~2.39(14H, m), 2.44(3H, d, J=0.9Hz), 4.20(1H, m), 5.34-5. 
49(2H, m), 5.98(1H, d, J=8.7Hz), 6.70(1H, m), 7.06(1H, d, J=3.9Hz), 7.10 
(1H, d, J=1.8Hz), 7.30(1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3518, 3450, 3430. 3110, 2669, 1740, 1708, 1645, 15350, 1499. 1 
420 cm 1 . 

25 [a]D 2 4+46.0±0.9° (c=0.968, MeOH) 
7cf!i##f (C 2 6H 33 N0 3 S 3 ) 
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ff-Utt (%) : C, 61.99; H. 6.60; N. 2.78; S, 19.10 

mmm (%) : c. 61.99; h, 6.6i ; n, 2.87; s, 19.18 
fc^m 11-30 

300MHz >H-NMR(CDCl 3 )d : 0.94(1H. d„ J=10.5Hz). 1.09 and 1.22(each 3H, 
5 each s). 1.51~2.42<14H, m), 2.47(3H, d, J=0.9Hz), 4.21(lH, m). 5.35-5. 
49(2H, m), 6.18(1H, d, J=8.7Hz), 7.04<lH, m), 7.36 and 7.60(each 1H, eac 
h d, each J=3.9Hz), 7.91(1H, d, J=1.5Hz). 

IR(CHC1 3 ): 3510, 3447, 3115, 2670, 1708, 1656, 1529, 1504, 1443, 1329, 1 
156, 1143 cm 1 - 
10 [alD 24 +53.8 ±0.9° (c=1.008. MeOH) 
(C26H33NO6S3) 
tfJMI (%) : C, 58.29; H, 6.21; N, 2.61; S, 17.96 

mmm (%) : c, 58.07; h, 6.05; n, 2.69; s, 17.94 

Ik&MI I - 3 1 
15 mp.98-100"C 

300MHz iH-NMR(CDCls)<5 : 0.94(1H, d. J=10.2Hz), 1.08 and 1.21(each 3H, 
- each s), 1.50~2.43(14H, m). 4.13(2H, s). 4.20(lH f< m), 5.33~5.49(2H. m), 
5.97(1H, d, J=8.4Hz), 6.77(lH. m), 7.21~7.35(6H. m). 
IR(KBr): 3407, 2674, 1703, 1630, 1511 em-'. 
20 [a]D 24 +46.8 ±0.9° (c=1.006, MeOH) 

TtmfrVT (C28H3BN03S) 

ttfttt (%) : C, 72.22; H, 7.58; N, 3.01; S, 6.89 

mmm (%) : c, 72.04: h, 7.36; n, 3.27-, s, 6.91 

MI I ~ 3 2 

25 300MHz >H-NMR(CDC1 3 )(5 : 0.94(1H, d. J=10.2Hz). 1.09 and 1.22(each 3H, 
each s), 1.50~2.45(14H, m). 4.22(1H. m), 5.35~5.49(2H, m). 6.04(1H, d, 
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J=8.7Hz), 6.52 and 6.69(each 1H. each d. each J=12.0Hz), 6.99(1H, dd. 
J=3.6 and 5.1Hz), 7.07(1H, d, J=3.9Hz), 7.13(1H, d. J=3.9Hz), 7.27(1H, d 
d, J=0.9 and 5.1Hz), 7.36(1H, d, J=3.9Hz). 

IR(CHCh): 3510, 3449, 3430, 2664, 1708. 1643, 1536, 1501 cm *. 
5 [a]D 24 +40.3±0.8° (c=1.011, Me OH) 
Ttm^m (CaTHaaNOsSa • 0.3H a O) 
ft^tfii (%) : C, 66.31; H, 6.92; N. 2.86; S, 13.11 
^tilHit (%) : C, 66.29; H, 6.81; N, 3.07; S, 13.13 
11-33 
10 mv.in-UVQ 

300MHz iH-NMR(CDCl 3 )<5: 0.97(1H, d, J=10.2H.z), 1.13 and 1.24(each 3H, 
each s), 1.50~2.47(14H, m), 4.24(1H, m), 5.36—5. 52(2H, m), 6.06(1H, d, 
J=8,7Hz), 6.97 and 7.15(each 1H, each d, each J=15.9Hz), 6.98(1H, d, J 

=3.9Hz), 7.01(1H, dd, J=3.3 and 4.8Hz), 7.09(1H, d, J=3.3Hz), 7.23(1H, d, 
15 J=4.8Hz), 7.36(1H, d, J=3.9Hz). 

IR(CHC1 3 ): 3517; 3450, 2670. 1738, i708, 1641. 1537, 1518, 1500 cm 1 . 

[a]D 24 +55.7±1.0° (c=1.001. MeOH) 

7G^##r (C27H33NO3S2) 

ff-gfil (%) : C, 67.05; H, 6.88; N, 2.90; S, 13.26 
20 %m$& (%) : C, 66.91; H, 6.83; N, 2.97; S, 13.13 
Jb^tH 1-34 

300MHz iH-NMR(CDCl 3 )(? : 0.93(1H. d, J=10.5Hz), 1.08 and 1.22(each 3H, 

each s). 1.50~2.41(14H, m).. 2.39(3H, d, J=0.6Hz). 4.21(lH. m), 5.35-5. 
48(2H. m), 5.99(1H. m), 6.15(1H, d. J=8.7Hz), 6.20(1H, t. J=3.3Hz). 7.18 
25 (1H, dd. J=1.8 and 3.3Hz), 7.31 and 7.54(each 1H, each d. each J=3.9H 
z). 
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IR(CHCls); 3511, 3446, 3150. 3101, 1708. 1658. 1529. 1504, 1375. 1183, 1 
160 cm 1 . 

[ajD 23 +50.3±0,9° (c=1.007, MeOH) 
7Cfft##f (C26H34N2O5S2 • O.2H2O) 
5 ftgfll (%) : C, 59.79; H. 6.64; N, 5.36; S, 12.28 
&*H£ (%) : C, 59.72; H, 6.61; N, 5.51; S, 12.37 

it&m 11-35 

300MHz >H-NMR(CDCl3)<5 : 0.93(1H, d, J=10.2Hz), 1.09 and 1.22(each 3H, 
each s), 1.51~2.44(14H, m), 4.20(1H, m), 5.34~ 5.50(2H, m), 6.22 and 6. 
10 23(total 1H, each d. J=8.1 and 8.7Hz), 7.12(1H. dd. J=3.9 and 5.1Hz), 7. 
44(2H, m), 7.60(1H. m), 7.69(1H, m). 

IR(CHpi 3 ): 3509, 3447, 3092, 1708, 1653, 1530, 1503 cm-' 1 . 
[a]p 23 +49.3±0.9° (c=1.0O2, MeOH) 
TtMfttii (C26H81NO4S3 • O.4H2O) 
15 ft©® (%) : C, 58.54; H, 6.25; N, 2.73; S, 18.75 
nmfc (%) : C, 58.62; H, 6.16; N, 2.88; S, 18.72 
-(b-£-t) 11-36 

300MHz iH-NMR(CDCl 3 )(5 : 0.94(1H, d, J=10.2Hz), 1.09 and 1.10(toital 3H, 
each s), 1.22 and 1.23(total 3H, each s), 1.51~2.44(14H, m), 2.52 and 2. 
20 53(total 3H, each d, J=0.6Hz), 4.20(1H, m), 5.35-5.50(2H, m), 6.23 and 
6.24(total 1H, each d, J=8.7 and 8.4Hz), 6.77(1H, m), 7.39~7.46(3H» m). 
IR(CHC1 3 ): 3510, 3447, 3429. 3093, 2665, 1708, 1652, 1530, 1502, 1437 c 
mi. 

[a] D "+47.4±0.9° (c=1.008, MeOH) 
25 7bMfttiT (C26H33NO4S3 • O.3H2O) 

HUB (%) : C, 59.47; H, 6.45; N, 2.67; S, 18.32 
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HfflJtt (%) : C, 59.59: H, 6.16: N, 2.76; S, 18.11 
. jb^lLl 1-37 

300MHz »H-NMR(CDCh)tf : 0.93(1H, d, J=10.5Hz), 1.08 and 1.21(each 3H, 
each s). 1.50~2.42(14H, m), 3.84(3H, s), 4.12(2H, s), 4.19(1H. m), 5.33 
5 ~5.48(2H, m)/5.98(lH, d, J=9.0Hz), 6.77(1H, dt, J=0.9 amd 3.9Hz), 6.88 
(1H, d, J=8.lHz), 9.90(1H. m), 7.15(1H, m), 7.23(1H, m), 7.28(1H, d, J=3. 
9Hz). 

IR(CHC1 3 ): 3509, 3450, 3431, 2664, 1739, 1708, 1639, 1544, 1506, 1464 c 
m-». 

10 [a]D 24 +40.4° ±0.8° (c=1.003. MeOH) 
Ttmfttii (CmHstNCUS • O.IH2O) 
ft#m (%) : C, 70.02; H, 7.53; N, 2.81; S, 6.45 
(%) : C, 69.92; H, 7.53; N, 2.96; S, 6.46 
11-38 

15 300MHz »H-NMR(CDCl3)cy: 0.93(1H, d, J=10.2Hz), 1.08 am<d 1.21(each 3H, 
each s), 1.50~2.47(14H, m), 4.13(2H, s). 4.20(1H, m), 5.33~5.50(2H, m), . 
6.01(1H, d. J=9.0Hz), 6.80(1H, m). 6.82(1H. m), 6.86(1H, nn). 7.12(lH, 
m), 7.15(1H. m), 7.31(1H, d, J=3.9Hz). 

IR(CHCl3): 3597, 3510. 3448, 3427, 3190, 1709, 1633, 1545. 1508, 1456 c 
20 m-». 

[<*]d 24 +41.8° ±0.8° (c=1.004, MeOH) 

itmftffi (C28H36NO4S • 0.3H2O) 

ftglil (%) : C 69.11; H, 7.37; N, 2.88; S. 6.59 
(%) : C, 68.94; H. 7.42: N, 2.96; S, 6.73 
25 fc£-fe> 11-39 

300MHz »H.NMR(CDC1 3 )<5: 0.93(1H. d. J=10.2Hz), 1.08 and 1.21(each 3H. 
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each s), 1.50~2.44(14H. m), 2.27(3H, s), 4.05(2H, s) ; 4.20(1H. m), 5.33 
~5.49<2H. m), 6.01(1H, d, J=8.7Hs), 6.71(1H, d, J=3.9Hz), 7.09(lH, dd, J 
=1.2 and 7.8Hz), 7.17^7.32(3H. mj, 7.28(1H, d, J=3.9Hz). 
IR(CHC1 3 ): 3516, 3450, 3431, 2669. 1747, 1709, 1641, 1543, 1506, 1456, 1 
5 369 cm 1 . 

[a]D 24 +40.2° ±0.8° (c=1.006, Me OH) 

TiMftVi (CaoHaTNOsS • 0.2H 2 O) 

ftgli (%) : C, 68.34; H, 7.15; M 3 2.66; S, 6.08 

HaHfll (%) : C, 68.33; H, 6.94: N„ 2.83; S, 6.31 

io ih^m ii-4o 

300MHz iH-NMR(CDCl 3 )<5 : 0.93(1H. d, J=10.5Hz), 1.08 and 1.21(each 3H, 
each s), 1.50~2.41(14H, m), 4.20aH, m), 5.39~5.47(2H, m), 6.19(1H, d, 
J=8,4Hz), 7.35(1H, d, J=3.9Hz), 7jS1~7.64(4H, m), 7.98(2H, m). 

IR(CHC1 3 ): 3516, 3446, 2667, 1709, 1657, 1529, 1504, 1327, 1157 cm-'. 
15 [a]D 20 +5b.6° ±1.0° (c=1.004, MeOffl) 

Ttmfrtfi (C27H33NO5S • O.2H2O) 

ff-gffi (%) : C, 62.45; H, 6.48; N, 2.70; S. 12.35 

MMB (%) : C, 62.46; H, 6.40; N, 2.75; S, 12.19 

fci$m 11-41 

20 300MHz iH-NMR(CDCl 3 )(5: 0.95(lHi d, J=10.5Hz), 1.09 and 1.22(each 3H, 
each s), 1.50~2.44(14H, m), 2.31<3H, s), 4.22(1H, m). 5.35~~5.49(2H, m), 
6.01(1H, d, J=8.7Hz), 7.03~ 7.21(411. m), 7.38(1H. d, J=3.9Hz). 

IR(CHC1 3 ): 3516, 3448, 3429, 1739. 1709, 1647. 1529, 1500, 1473, 1421 c 

m-i. 

25 [a]D2o+46.2° ±1.0° (c=1.003, MeOHB) 
7tm^ (C28H 36 N0 3 S2 • O.2H2O) 
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ftlltt (%) : C. 67.08; H, 7.12; N. 2.79; S, 12.79 

nana (%) : c, 67.12; h, 7.04; n, 2.94; s. 12.88 
fc&m 11-42 

mp.lll.2-115*C 

5 300MHz »H-NMR(CDC1 3 )(5 : 0.93(1H, d, J=10.2Hz), 1.08 and 1.21(eacli 3H, 
each s), 1.50~2.39(14H, m), 2.42(3H, s), 4.20(1H, m), 5.34— 5.47(2H, m), 
6.17(1H, d, J=8;7Hz), 7.34(lHr-,d,:J=3,9Hz), 7.41Y2H, m), 7,59(1H. d, J=3. 
9Hz), 7.78(2H, m). 

IR(CHCl3): 3516, 3446, 1739, 1707, 1655, 1529, 1504, 1331, 1151 cm-'. 
10 [a]D 20 +53.0° ±0.9 a (c=1.002. MeOH) 
(CssHssNOsSz • O.2H2O) 
H-JHi (%) : C, 63.06; H, 6.69; N, 2.63; S, 12.02 
(%) : C, 63.07; H, 6.62; N, 2,73; S, 12.04 

it&m 11-43 

15 300MHz iH-NMR(CDCla)<5 : 0.95(1H, d, J=10.2Hz), 1.09 and 1.22(each 3H, 
each s), 1.50~-2.44(14H, m), 3.77(3H, s), 4.22(1H, m), 5.a*~&.4H(2H. m), 
6.04(1H, d. J=8.7Hz), 6.74~6.89(3H. m), 7.17~~7.23(2H, m), 7.40(1H, d, 
J=3.9Hz). 

IR(CHCh): 3514, 3448, 3431, 1739, 1707, 1649, 1529, 1500, 1477 cm 1 . 
20 [a]D 20 +45.8° ±0.9° (c=1.011, MeOH) 
Ttmfrtir (C28H35NO4S2 • O.3H2O) 
ftWfii (%) : C, 64.78; H, 6.91; N, 2.70; S, 12.35 
MMiM (%) : C, 64.62: H. 6.83; N, 2.85; S, 12.65 
fc&Vn 11-44 

25 300MHz >H-NMR(CDCl 3 )<y : .0.93(1H, d, J=10.5Hz), 1.08 and 1.21(each 3H, 
each s), 1.50~2.41(14H, m), 3.86(3H, s), 4.20(1H. m), 5.34~5.47(2H, m), 
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6.17(1H, d, J=8.7Hz), 7.12(1H. m), 7.35(1H. d, J=3.9Hz), 7.40~7.48(2H, 
m), 7.56(1H, m), 7.60(lH, d, J=3.9Hz). 

IR(CHCb): 3514, 3446. 2667. 1707, 1657, 1599, 1529, 1504, 1481, 1329, 1 
252, 1151 cm". 
5 [a]D 20 +52.6° ±0.9° (c=1.011, MeOH) 
(C28H35NO6S2 • O.2H2O) 
»-«MMI (%) : G, 61.22; H, 6.50; N, 2.55; S, 11.67 
(%) : C, 61.10; H, 6.36; N, 2.65; S, 11.73 

4h&m-i 1-45 

10 300MHz >H-NMR(CDC1 3 )(5 : 0.92(1H. d, J=10.5Hz), 1.07 and 1.20(each 3H, 
each s), 1.52~2.43(14H, m), 4.18(lH, m), 5.33~5.50(2H, m), 6.42<1H, d, 
J=8.4Hz), 7.07(1H, m), 7.33~7.39(2H, m), 7.46~7.51(2H. m), 7.56C1H, d, 
J=3.9Hz). 

IR(CHC1 3 ): 3587, 3442, 3280, 1707, 1643, 1531, 1329, 1308, 1149 cm-'. 
15 [a]D 20 +53.2 c ±0.9° (c=1.010, MeOH) 
(C27H33NO6S2 • O.4H2O) 
* ftHftt (%) : C. 60.18: H. 6.32; N, 2.60; S. 11.90 
&*ltt (%) : C, 60.19; H. 6.06; N, 2.63; S. 11.99 
11-46 

20 300MHz iH-NMR(CDCl3)d : 0.91(1H, d, J=10.2Hz), 1.08 and 1.21(each 3H, 
each s), 1.50~2.45(14H, m), 4.20(1H. m), 5.33~5.50(2H, m), 6.17(1H, d, 
J=8.7Hz), 6.72(2H. m). 6.79(1H, m), 7.11(2H, m), 7.38(lH, d, J=3.9Hz). 
IR(CHC1 3 ): 3342. 2669. 1707, 1622, 1583. 1535 cm». 
[a]o 23 +45.6° ±0.9° (c=1.007, MeOH) 
25 7E*»*f (C27H33NO4S2 • O.2H2O) 

ttJttf (%) : C. 64.44: H, 6.69; N, 2.78; S. 12.74 
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nfflm (%) :.C, 64.33; H. 6.59; N, 2.83; S, 13.07 
fo&m 11-47 

300MHz iH-NMR(CDCl 3 )tf: 0.94(1H, d. J=10.5Hz). 1.08 and 1.21(each 3H, 
each s), 1.50~2.43(14H, m), 3.79(3H, s). 4.10(2H, s), 4.20(1H, m), 5.33 
5 ~5.49(2H, m), 5.98(1H ( d, J=8.7Hz), 6.76~6.85(4H, m), 7.24<1H, m), 7.32 
(1H. d, J=3.9Hz). 

IR(CHC1 3 ): 3516, 3450, 3431, 2669, 1738, 1709, 1641, 16O0, 1437, 1261 c 
nr 1 . 

{a]D 235 +42.8° ±0.8° (c=1.005, MeOH) 
10 ftmfttir (C 29 H37N04S) 

stWm (%) : C. 70.27; H, 7.52; N, 2.83; S, 6.47 
mfflfe (%) : C, 70.05; H, 7.55; N, 2.84; S, 6.45 
KG® I 1-48 

300MHz iH-NMR(CDCl 3 )(? : 0.94(1H. d, J=10.2Hz), 1.09 and 1.21(each 3H, 
15 each s), 1.51~2.43(14H, m), 3.38(3H, s), 4.18(1H, m), 5.33~5.50(2H, m), 
5.83(1H, d. J=8.7Hz), 6.16(1H, d, J=3.9Hz), 7.14(1H, m), 7.21- 7.27(4H, 
m), 7.33~7.39(2H. m). 

IR(CHC1 3 ): 3514, 3450, 2661, 1739, 1709, 1628, 1597, 1495. 1479, 1415, 1 
132 cm-'. 

20 [alD 235 +50.8° ±0.9° (c=1.005, MeOH) 

Timfttir (C28H36N2O3S • 0.2H2O) 

stnm (%) : a 69.45; h, 7.58; n, 5.78; s, 6.62 

(%) : C, 69.45; H. 7.39; N, 5.99; S, 6.65 
fc^t>I 1-49 

25 300MHz iH-NMR(CDCls)(5 : 0.93(1H, d, J=9.9Hz). 1.08 and 1.21(each 3H, 
each s), 1.50~2.42(14H, m), 2.28(3H, s), 4.12(2H. s), 4.20(lH, m), 5.33~ 
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5.48(2H, m), 5.98(1H, d, J=9.0Hz). 6.71(lH, d, J=3.6Hz), 7.17(4H. s), 7.30 
(1H, d, J=3.6Hz). 

IR(CHCh): 3518, 3450, 3430. 1739, 1709. 1641, 1543, 1506. 1471, 1458 c 
m-». 

5 [a]D° 2 - 5 +42.9° ±0.8° (c=1.000, MeOH) 
7Gffl#tfr (C29H37NO3S) 

(%) :'C, 72.61; H, 7.77; Ni, 2.92; S, 6.68 
gggffi (%) : C, 72.43; H, 7.78; M„ 3.09; S, 6.62 
jb&Ml 1-50 

10 300MHz iH-NMR(CDCb)tf : 0.93(1H. d. J=10.2Hz). 1.08 and 1.21(each 3H, 
each s), 1.50~2.46(14H, m), 4.19C1H. m), 5.33~ 5.50<2H, m), 6.03(1H, d, 
J=8.7Hz), 6.52(1H, dd, J=1.5 and 3.3Hz), 7.11(1H, dd, J=3.9 and 4.8Hz), 
7.17(1H, dd, J=2.1 and 3.3Hz), 7.TTO~7.72(2H, m), 7.74(1H, dd, J=1.2 an 
d 3.9Hz). 

15 IR(CHC1 3 ): 3510, 3448, 3143, 2666. 1733. 1708, 1650, 1572. 1507, 1387, 1 
179 cm 1 . 

[a]D 24 +39.1° ±0.8° (c=1.003, MeOH) 

Ttmftffi (C 2 5H32N 2 05S2) 

mnm (%) : c, 59.50; h, 6.39; n, 5.55: s, 12.71 

20 (%) : C, 59.49; H, 6.46; N. 5.47; S, 12.70 

300MHz iH-NMR(CDCl3)tf : 0.88(1H„ d, J=10.2Hz), 1.07 and 1.23(each 3H, 
each s), 1.56-2. 51(13H, m), 2.67(IH, m). 4.41(1H. m). 5.29~5.41(2H, m), 
6.07(1H, d, J=8.lHz), 6.34 and 7.1I(B(each 2H. each t, each J=2.lHz), 7.3 
25 5 and 7.52(each lH. each d. each JP=3.9Hz). 

IR(CHC1 3 ): 3511. 3431. 3144. 3101. 2668. 1708, 1656. 1530. 1505, 1455, 1 
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384, 1167 cm 1 . 

[a ]d 24 +34.2 ±0.7° (c=1.007, MeOH) 

» 

(C25H32N 2 0 5 S2 • 0.5H 2 O) 

ft JUS (%) : C. 58.46; H, 6.48; N, 5.45; S, 12.48 
5 MMM (%) : C. 58.77; H, 6.40; N, 5.65; S, 12.72 

jb£&i I I - 2 

300MHz iH-NMR(CDCl 3 )(5 : 0.90(1H, d, J=9.9Hz), 1.06 and 1.23(each 3H, 
each s), 1.58~2.48(13H, m), 2.67(1H, m), 4.41(1H, m), 5.29~5.42(2H, m), 
6.27(1H, d, J=8.1Hz), 7.38~7.44(3H, m), 6.34(1H, d, J=3.9Hz), 8.14(1H, 
10 dd, J=1.5 and 3.0Hz). 

IR(CHCl3): 3517, 3431. 3361, 3114, 1708. 1654, 1530, 1504, 1332, 1151 c 

m 1 . . . . .;c; ■ :.:X- ■ • 

[a]D 24 +33:7±0.7° (c=1.003, MeOH) .„ 
7Gfii##r (C25H31NO6S3 • O.2H2O) 
15 ftW^I (%) : C. 57.16: H, 6.02; N, 2.67; S, 18.31 

mmm (%) ■. c, 57.09: h, 5.88; n, 2.76; s, 18.15 
ibOr® 1 1 1 - 3 

300MHz iH-NMR(CDCl 3 )d: 0.94(1H. d, J=9.9Hz), 1.07 and 1.23(each 3H, 
each s), 1.56~2.48(13H, m), 2.68(1H, m), 4.42(1H, m), 5.29~ 5.42(2H, m), 
20 6.16(1H, d, J=8.4Hz). 7.16(1H, dd, J=3.9 and 5.1Hz), 7.42 and 7.63(each 
1H, each d, each J=3.9Hz), 7.70(1H, dd, J=1.5 and 5.1Hz), 7.76(1H, dd, 
J=1.5 and 3.9Hz). 

IR(CHC1 3 ): 3516. 343L 3365, 3097, 1708, 1654. 1530, 1505, 1402. 1336. 1 
153 cm-'. 

25 [a]D 24 +34.5±0.7° (c=1.010, MeOH) 
jtrnfrVf (C26H31NO5S3 • O.IH2O) 
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ttM (%) : C. 57.36; H, 6.01; N, 2.68; S. 18.38 

nmm (%) = c, 57.16; h, 5.88; n; 2.76; s, is.36 

{h&®> I I I - 4 

300MHz iH-NMR(CDC] 3 )<5 : 0.88(1H, d, J=9.9Hz), 1.07 and 1.23(each 3H, 
5 each s), 1.58-2.34(12H, m), 2.39(3H, s), 2.44<1H, m), 2.68(1H. m), 4.41(1 
H, m), 5.29~5.42(2H, m), 5.99(1H, m), 6.08(lH, d, J=8.4Hz), 6.20(1H, t, 
J-3.3Hz), 7.19(1H, m); 7.38 and 7.55(each 1H, each d, each J=3.9Hz). 
IR(CHC1 3 ): 3510, 3431, 3150, 3100, 1708, 1656, 1530, 1505, 1375, 1161 c 
m-i. 

10 [a.] D 24 +30.9±0.7° (c=l-000. MeOH) 
Ttmfrtii (G26H34N2OBS2 • 0.3H 2 O) 
SHIfiS (%) : C, 59.58; H, 6.65; N, 5.35; S, 12.24 

mmm (%) = c, 59.57; h, 6.48; n, 5.51; s, 12.22 
fe^tiiv - 1 

15 300MHz iH-NMR(CDCl 3 )tf : 0.85 and 1.22(each 3H, each s), 1.44(1H, d, J 
=10.2Hz). 1.54~2.51(14H, m), 4.10(1H, m), 5.31-5. 41(2H. m), 6.21(1H, d, 

J=8.4Hz), 7.1 1( 1H, dd, J=3.9 and 4.8Hz), 7.44 and 7.63(each 1H, each 
d, each J=3.9Hz), 7.70(lH. dd, J=1.2 and 4.8Hz). 7.75(1H, dd. J=1.2 and 
3.9Hz). 

20 IR(CHCh): 3517, 3423, 3366, 3097, 2665, 1708, 1655, 1530, 1505, 1335, 1 
153 cm 1 . 

[ a ] D 23-46.4±0.9° (c=1.010, MeOH) 

7Gfil##f (C26H31NO6S3 • O.3H2O) 

fft-JFtt (%) : C. 56.97; H, 6.04; N, 2.66: S, 18.25 

25 mmm (%) : c, 57.10; h ; 5.96; n, 2.70; s, 18.02 
1 v - 2 
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300MHz iH-NMR(CDCl 3 )<5: 0.84 and 1.22(each 3H, each s), 1.43(lH, d, J 
=10.5Hz), 1.53~2.50(14H, m), 4.09(1H, m), 5.30~5.41(2H, m), 6.17(1H, d, 
J=8.7Hz), 6.33 and 7.16(each 2H, each t-like), 7.40 and 7.57(each 1H, e 
ach d, each J=3.9Hz). 
5 IRCCHCla): 3514, 3432. 3144, 3102, 1708, 1657, 1531, 1506, 1456, 1384, 1 
167 cm-*. 

:.[a]D 23 -45.4±0.9° (c=1.010, Me OH) 
Ttmftffi (C26H30N2O5S2 • 0.3H 2 O) 
ti-^<ii (%) : C, 59.10; H, 6.07: N, 5.51; S, 12.62 
10 mmm (%) : C. 59.12: H. 5.83: N. 5.53; S. 12.41 
<h&#V- 1 

300MHz iH-NMR(CDCls)(S : 1.24-2. 13(13H, m), 2.22(1H, m), 2.32(2H, t, 
J=7.2Hz), 3.41(1H, m), 3.44(1H, m), 5.18~5.36(2H, m), 6.19(1H, m), 6.33 
and 7.15(each 2H, each t, each J=2.4Hz), 7.28 and 7.55(each 2H, each t, 
15 each J=3.9Hz). 

IR(CHC1 3 ): 3512, 3439, 3144, 3100, 1708, 1658. 1535, 1508, 1446, 1167 c 
,nr l . 

[ctJd 26 +69.5±1.1° (c=1.012, MeOH) 
TtMfrVr (C23H28N2O5S • 0.5H2O) 
20 tmiil (%) : C, 56.89; H, 6.02; N, 5.77; S, 13.21 
^!8!HiI (%) : C, 56.91; H, 5.96; N, 5.91; S, 13.37 

fb-£%>v- 2 

300MHz iH-NMR(CDCl 3 )(S : 1.14~2.16(13H. m), 2.23(1H, m), 2.30~2.37(2 
H. m), 3.41(1H, m), 3.45(1H. m), 5.18~ 5.36(2H, m), 6.19(1H. m), 7.11(1H, 
25 dd, J=3.9 and 5.1Hz), 7.32 and 7.62(each lH f each d. each J=3.9Hz), 7.3 
9(1H, dd, J=1.5 and 5.1Hz), 7.75(1H. dd, J=1.5 and 3.9Hz). 



137 



WO 00/30683 



PCT/JP99/06317 



IR(CHC1 3 ): 3512, 3440. 3096, 1708. 1657, 1534. 1507, 1402. 1336, 1153 c 
m" 1 . 

[a]D 2S +69.2±1.1° (c=1.006, MeOH) 
Tzmfttir (C23H27NO5S3 • 0.IH2O) 
5 .r.ftWm (%) :i C, 55.57; H, 5.51; N, 2.83; S, 19.42 

mmm (%) : c, 55.55; h, 5.32; n, 2.85; s, 19.21 
it&mv- 3 

300MHz iH-NMR(CDCh)d: 1.16~2.14(13H, m), 2.23(1H, m), 2.28-2.36(2 
H, m), 3.54-3.46(2H. m), 5.17~5.37(2H, m), 6.14(1H, m), 7.32(1H, d, J= 
10 3.9Hz), 7.38~7.44(2H. m). 7.61(1H, d. J=3.9Hz), 8.15(lH. dd. J=1.2 and 3. 
OHz). 

IR(CHC1 3 ): 3508, 3431, 3114. 1708, 1656, 1534, 1508, 1331, 1152, 1102 c 
mr 1 . ;«:'. 

[a]D 24 +66. 5 ±1.1° (c=1.003, MeOH) 
15 Ttmftffi (C23H27NO6S3 • O.3H2O) 

st&M (%) : C 55.35; H, 5.57; N, 2.81; S. 19.28 
-MMM (%) : C. 55.29: H, 5.54; N, 2.85: S, 19.01 
Jb^frV- 4 

300MHz iH-NMR(CDCl 3 )(y : 1.18-2.18(13H. m), 2.23(lH, m), 2.31-2.35(2 
20 H, m), 2.38(3H. s), 3.43(2H, m), 5.18-5. 36(2H, m), 5.98(1H, m), 6.14(1H, 
m), 6.19(1H, t, J=3.3Hz), 7.17(1H, m), 7.29 and 7.53(each 1H, each d, e 
ach J=3.9Hz). 

IR(CHC1 3 ): 3512 3440, 3150, 3101, 1708. 1658, 1535. 1508, 1375, 1161 cm 
•1, 

25 [a]D 24 +30.9±0.7° (c=l. 000, MeOH) 
7G*£*r (C26H34N2O5S2 • O.3H2O) 
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ft* ft (%):: C, 59.58; H. 6.65: N, 5.35; S, 12.24 
HUtt (%) : C 59.57; H, 6.48; N, 5.51; S, 12.22 

itsm- 5 

300MHz «H.NMR(CDC1 3 )(5 : 1.18~2.10(13H, m), 2.11(1H, m), 2.21-2.35(2 
5 H, m), 3.35(1H, m), 3.46(1H, m), 4.12(2H, s), 5.17~ 5.34(2H, m), 5.88(1H. 
m), 6.74(1H, d, J=3.9Hz), 7.21~7.38(6H, m). 
IR(CHCls): 3511, 3432, 3065, 1708, 1642, 1547, 1515, 1455 cm-i. 
[a]D 23 +69.1±1.1° (c=1.009, Me OH) 
jtm^Vx (C26H31NO3S • O.IH2O) 
10 ft*ft[ {%) : C, 71.07: H, 7.16: N, 3.19: S, 7.30 
(%) : C, 70.91; H. 7.18; N. 3.19; S. 7.34 

ib&mv- 6 

300MHz iH-NMR(CDCl 3 )d : 1.18~2.15(14H, m), 2.24-2.34(2H, m), 3.36(1 

H, m), 3.58(1H, m), 5.19~5.40(2H, m). 6.07(1H, m), 7.28~7.42(3H, m), 7. 
15 51(1H, d, J=0.6Hz), 7.56~7.59(2H, m), 7.72(1H, d, J=0.6Hz). 

IR(CHC1 3 ): 3514, 3446, 1709, 1649. 1550. 1520, 1491 cm-. 

[a]D 22 +79.4±1.2° (c=1.004. MeOH) 

Ttmftffi (C 2 bH 2 9N0 3 S • O.2H2O) 

t\nm. (%) : C, 70.29; H, 6.94; N, 3.28; S, 7.51 
20 nmfe (%) : C, 70.26; H, 6.68; N, 3.48; S, 7.44 

Jb£t?v- 7 

300MHz iH-NMR(CDCl 3 )<5 : 1.18~2.14(13H, m), 2.26(1H, m), 2.31-2.36(2 
H, m), 3.30(1H, m), 3.64(1H, m), 3.82(3H, s), 5.19-5. 39(2H. m), 6.06(1H, 
m), 6.89-7.0K6H, m), 7.66(2H, d, J=8.lHz). 
25 IR(CHC1 3 ): 3514, 3446, 1709, 1649, 1550, 1520. 1491 cm-", 
[a]o 22 +76.311.2" (c=1.009, MeOH) 
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7G3i##f (C28H33NO5 ' 0.2H2O) 

ft* ft (%) : C. 71.99; H. 7.21; N, 3.00 
HM (%) : C, 72.05; H, 7.35; N, 2.93 

5 300MHz iH-NMR(CDCl 3 )d : 1.18-2. 14(13H, m), 2.25(lHr m), 2.31-2.39(2 
H, m), 3.32(1H. m), 3.56(1H, m), 4.09(2H, d, J=0.3Hz), 5.18~5.38(2H, m), 
5.89(1H, m), 6.68(1H, d, J=3.6Hz), 6.94(1H, dd, J=3.6 and* 5.1Hz), 7.02(1 
H, dd, J=1.5 and 3.6Hz), 7.23(1H, d, J=3.6Hz), 7.35(1H, dd| J=1.5 and 5. 
1Hz). 

10 IR(CHC1 3 ): 3514, 3433. 1709, 1645, 1545, 1516. 1458 cm< 
[a]D 23 +61.8±1.0° (c=1.008. MeOH) 
TcMfttt (C 2 4H 2 9N0 3 S3 • O.2H2O) 

nnm (%) : c, 60.14; h, 6.18; n, 2:92; s, 20.07 

MMW. (%) : C. 60.08; H, 6.11; N. 2.90; S, 20.05 
15 jb^feVz-g 

300MHz iH-NMR(CDCl 3 )tf : 1.06~2.15(13H, m), 2.23(1H. m). 2.28~2.38(2 
H, m), 3.35(1H. m), ,3.54(lH. m), 5.20(2H, s), 5.19~ 5.37(2H. m), 5.95(1H, 

m), 6.94~7.04(4H, m). 7.27~7.35(3H, m). 
IR(CHCl3): 3514, 3433, 1709. i647, 1599, 1547, 1518, 1495 cm 1 . 
20 [a]o 24 +67.8± 1.1° (c=1.008, MeOH) 

7tmfttif (C26H31NO4S • 0.2H2O) 

ft*fil (%) : C, 68.30; H, 6.92; N, 3.06; S, 7.01 
fgiHtt (%) : C, 68.31: H. 6.84; N, 3.16; S, 7.11 

to£t>v- 1 0 

25 300MHz iH-NMR(CDCl 3 ) 6 : 1.06~2.14(13H. m). 2.24(lH, m), 2.30-2.37(2 
H, m), 3.31(1H, m). 3.53(1H, m), 4.50(2H, d, J=0.9Hz), 5.15~5.36(2H, m), 
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5.89(1H, m), 6.65~6.79(3H. m), 6.95(1H, d. J=3.9Hz), 7.15~7.21(2H, m), 
7.33(1H. d, J=3.9Hz). 
IR(CHC1 3 ): 3512, 3440, 1707, 1643. 1603, 1547, 1506 cm». 
[a]D 22 +67.3±1.1° (c=1.009, Me OH) 
5 (C26H32N2O3S • O.3H2Q) 

H-»<i (%) : C 68.18; H, 7.17; N, 6.2Q; S, 7.00 
-SIIIII-(X) : C, 68.04; H, 7.09; N, 6.25; S, 7.02 
it&VdV- 1 1 

300MHz iH-NMR(CDCU><y : 1;06~2.15(13H, m), 2.27(1H, m), 2.28~2.38(2 
10 H, m), 3.3K1H, m), 3.54(1H. m), 4.24(2H, d, J=0.6Hz), 5,17- 5.36(2H, m), 
5.87(1H. m), 6.78(1H, d. J=3.6Hz). 7.21~7.42(6H. m). 
IR(CHC1 3 ): 3514, 3433, 3062, 2669, 1709, 1643, 154L5, 1514 cm-', 
[a]D 22 +64.3±1.0° (g=*.000, MeOH) 

(G26H31NO3S2 • 0.5H2O) 

15 ftWB (%) : C 65.24: H, 6.74; N, 2.93; S, 13.40 

mmrn (%) : c, 65.23; h, 6.55; n, 3.00; s, 13.46 

20 ^ > KXOi&WiWZm-f Zo *"*\ «»T-C-> Slc:Wiastar rat (10-ll-jMj>) 
'MZMLtcc 3 - 1 0 B«fcT83©K» (SSS&0U 8 ) CiU, 

t&mw i 

F 0g 26-36(10 & * VMi 20 iig/3|d)S«f-5Ufco SBtts T*t>7-f 
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>(0.5 mg/kg)£j£T£iit$Us filfcH-^©®!^ ft& 3 0 #Pi3ff ffl U -. 
CffiUfc 5 y KDflftlix Zti^ft 15. 15.. 10 0J*Cifcofc. &££I2 1 U 
fe, Wjgt^tfc^li Dunnet's test£frO> J±$ U , ** P<0, 

On?£jtM©fc3 C t UTV*£ 0 IS£&i5#7y h <D®fefi®\£, 7 3 n-f 
5 K/9Se-K©»ftC«#L-Cv ^StCJfin UT^fco d©[l!|£f7i!J«s 73D-Y 
K/9fie«©#i(ittMttC»^<liA#t»ttl»»ft«tii|cbTiNS i:%*6fc. 

10. H^SfiH 25-35(20|ig/3|il)«**5 y h 4> A Us OB.^-SHftCH 
(&50mg) £}SffiU*:o *§ii£#£8 0 %x * j -;»(|B**ftc2> 5 Ofgft^, 
1ft 2.5 ml) ■C^t^WXlfc, lttt&&<frd»tt& (3000 rpm, 15 Bin, 4*C) 
^£0±iS£99.5% x.^y—;i/10jnl»Vliai* lOml-C'ffitt'fb-Ufe Sep-PakC18 
jfjvAfcjfcMts 10% x^y-M5 mlMSix-f^ 15 mlT*i5fe^Us 

15 5ml-CSiB**fc. ^©}Wai^$'M^^^-e^«SE«:^|gms 8lJ/6ffi*l»i£ 

0 5 ml (0.1 % gelatine/O^l X a'zide, 50 mM phosphate pH 7.3) 'iZ&ffi£-& 

^TTX B 2 £i)?J?£Us ^©iKIII£0 2 C^l/fco HHCffl^f;7y hOfll&fcts 
±Sf 6^-srfeofeoWltM^^tt Dunnet's test W MHW&t t it®. Us ** « 
20 P<0.0lT!*jjiM©;&£- fcfc^-fo fttiftBSfKliS^'r^lfa^Stt^ 4ng/gT 

fe^fc^s 4aA*a2K«*»T?ttx BBfc->§tt©±jr (#j6n g / g ) # 
mgztirz&s 2Hfttt»ttft4iiicisofc. -e*ifc*tu 73dyf/?m6 
squire it** it cm in u-e© 8 n g / g ) aa^2Bfit 
»fc«#*ftT^fc 0 tx b 2 &&&phz&^x t x a 2 <t>&%.KmmVB"e& z 

25 ©X-s *®*£UfcTX B a £*tttt£f*:C:fe«-4TX A,«ill*LT^4. 
ctoTs 7 =: F/?gaRfc«fc38tt'tofcTXA 2 ©£fiJiiDfcJ: D, EHEfr 
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?v hfe!8*fl£C^aft«l*(3|U)**lMi4aA*7k-e#Rl/fc U-46619 
5 $(10, 100 1000 ng / 3|il)*»-fr Ufc. 5B&£> 7#*A7O(0.5 

mgfkg)*&TK:£»U Sl^H-7j[qJCDlililg^i&$ 3 0 aWH-fl Ufc. H»CfflV> 
v y h<D.flfttiU *ft*ixaO, 5 , 9, 10 ^Xfeofee jtftX&GS 3 Lfco * 
jglt^Jgtt Durmet'stest£frVV t Jt« Us * P<0.05 

*l0*4Ct*wlTl>4.'8*»»47V Hi, U-46619 ©igg£#c#L 

15 fls^tf (II-lc) \Z&m&i&*lz®frbtcc v y b£«^#lc£3fttt*<3|il)& 
£V>«rtj&fe> (II-le)(10, 100 1000 ng/3nl)£j£:-¥Lfco 5H«C,"7 

st?3E;i/7^>(0.5mg/kg)*ftTCa»U S^tf*lft©@*5ff«l* 3 0'#MtHi 
L£o y h ©WftfcJU ^tl-eiX 26, 4 . 9, 9 flfCftofc. jb^«B 

(ii-ic)ii, Jli^fc:ffl^^fcfli^^^l^J^a•c@lKff»G«^^6>^u«*■^^*ft3&»ofeo 
cfflVNfc5 y -KD0!a[ttx -en^n 21,15,15,14 mx-&?tco &n£Ei4£^ 

Lfc.*3*aifc*eDunnet'8teBt&ff l^^SA«l*«!-¥»fctt* U** l±P<0.01 
jRbTV**. 7 5 n-f PjffS&lHgftliiefTttlcttU fb£t> (II-lc) 
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{b£® (ii-ic) tts TXA 2 ggttC8lDtt-**-r*fl:d»'rfc* (Ki=81 
nM) o ZZT:: m%®fc£ftimm&#&V®m&®^?tl&n^Bay \x 3405 
5 (Ki= 1.62 nNDfe.fctfS- 1452( Ki = 0.69 nM) fcffl^T, 7?n^f F^IfiIHI6 
01gfT»t»r*TXA a 5«#«lft»©»***Wtfc. ^'iy 
a*tt*(3|il)*«^tt7'5 D-< KIS&K 25-35(20 ( Ag/3|il)«#Tt?^a^« 
7jC $ -B- fc Bay u 3405 (0, 10, 100 & 3 1% (i 1000 pg7 3|il)S j»4F b fc o 

cav*&? * b -eft-en is, 14, 6, io, i5 flnjfeofco s-1452 

10 (0, 10;- 100 1000pg/3|xl) CD ^tl^tl 15, 15,10, 10, 10 

' o &,/5 0|C, >(0.5mg/kg)£j£TCiittf 1, HBSft^fpJ® [Site 

:f7l&£ 3 0 #ff8ft$JU£o 5 £*VL£ 0 Dunnet's test & 

15 H /3M6Hil$8ta]i|tefTi&C*r U Bay u 3405 *> S-1452 fcm&'Ift^W £ *T ^ 
KrJWtt'bfc.'^nfcJ: D-f K0£aRfcJ:4»*f*«tBMC*rLBayii 

3405 i-'iw s-1452 ©v>-rn*ak#a***-r 4 -cfcsjaaius-o ^© 
sft'attTXAaSSfrc^-rsasittfcffi-HL-riso, <b-&* cn-iooa 1 o o 

ftO) 1 Olg-J* bfco 

20 

lt£#! (II-lc) tt, TXA 2 §g«:0*S:?.f PGD 2 fgftCtiifttt4tU 
TIN -So *C-C<. BWA868C ^ffl^T75n^ P HBI»lH*KfT»fc**"f * 

P&D 1 Mfc»tt»©»***W'Lfc. BWA868C'ttft4Bx^y-;i/K:»*»l/. 

2k(3nl)feS^ttT5 a 4 K/??iaM25-35(20 ( ig/3jil)±t#TT? : BWA868C(O, 10, 



144 



WO 00/30683 



PCT/JP99/06317 



100 fcS^y: 1000 ng / 3td)%&-$ Ltco 5BtC, TK^fr 7 4 >(0.5 mg/kg) 

h©^»lis Zti?ti 37, 32 , 11, 11, 11 WX'&^tzo m%*m 6 tmbtco % 
Mm&fel* Dunnet's test Sfr W M£il*<3 y ££tr)3ft## Jt 

5 ** ttp<o.oi.-c#*n.®ifeac _fc*wL"rv*So cft*"c©4i6«*a 

Sftfcfrofco *fcx BWA868C tt«t^«*C.*^ttt^r*l* 0*ff »C* 

H*flt«iBI»*K:»ua!£#ff.ffl*w*&*»ofc 0 j^< bT.ft£% (ii-ic) tt\ P 

io gd 2 agfrJtrttJH-cttfc < tx A 2 s«.f*:«ttfflk L-r^aa^*«^b-riv 

13 BE 00 7 

#£ifiai©3&3l£&f* Ufco 7 v h£«fci*K:3i3ft**<3|il); U-46619 (100 ng 
/3ulK U-46619 (100 ng/3|xl) + /tbS® (II-lc) (1©0 ng/3nl)& 3 V^i U-46619 
(100 ng/3nl) + Bay u 3405 (lng/SfiDfcjS-S- L£o 5BIC< T^f^^-f >(0.5 
mg/kg)^JST{w^|if b> £B#tt#l^0tefrtt*3 OaMfl-fllLfc. gftC-JBt' 
20 fcv >y h©0Jf&fciU ^ft^tt25, 24, 15, 15 0»T'fcofc o $SIII£l!7t3^b&o 
Dunnet's test Sffl^ fcfctt U»* & P<0.01 T*. 

U-46619 ^BQ^Ut it ® t/# « P<0.05 T*£i(fl©fc3C: tiSUl^. * 
'©IS*. U-46619 RfcEUEfrttC** U- fli^*J (II-lc)* J: tf Bay u 3405 \*%M 
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P/9MH:25-35(20|*g/3|*l)#ilL- 7 5D-f ^161 25-35(20^/3^1) + ^ 
ai-lc)( 100 ng / 8|4l) v .7-5.B.^ K /3S S I 25-35(20ng/3|il ) + <k&%} 
ai-lc)( 100 ng / 3>1) + U-46619 (1000 ng/3^) &&#L£o ftgfc ffi V* fc 7 3> 
KOjftftfcgX ZtlZft 20, 19 , 20, 10 mX-&^tz 0 Htz. HC-*fl s Tf v "fb-&*. 
10 (II-lc)( lOOng / 3|U)£ Bay u 3405 (lng/3fil){3^ X. X L o C ffl ^ £ 
^ y h©0J$tl;i> €. ft* ft 15, .14. 15, 10 ^-Cfeofco 5BtC, T*^;!/?^ 

xo.5mg/k g )£jEfcTKai* u fcmmfavmmnm* 3 o^HSf-ntfc, *sm 

£|S7£^L;fco ^HM^fct Dunnet's test IV ^1* £ it$& 

U** i3<t^ * £P<0. 01 &3^tt 0.05 75D-f H £ g 6 f? # $6 S # !!¥ t It 
15 P<0.01 fe.S.Htit 0.05 "C*iiO»Sii.«*l/T^S. ^© 

igj (Il-lOfc.t V Bay u 3405 li^MCffl^ LTV>3 £ fctfUBSftfeoC ©BSK & 
PI© U-46619 fc«fc!H> 1* tMDib&to (Dmmttm kWfflZ tl5 Z. t&fim&tltcofr 
< bt. 7; D'f geil fgfc 

20 jgf*j©TXA 2 g&#:T=f-;* pet *}WMzn2>z.tvm$g. 

»#£8&I8 LX^tzo *©8HB»*tt* «3fi©S4tSTXA a S«i*:iStt«t:«t 
25 Dak#$*tfeo • *©■*«»*«* TXA»«*#J^**-*l*ttfc*<««b , C 
TXA 2 £§<*£J/«afcl\ TXA a 5§ft:ft^Lt75DO/?iaaC 
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5 r. 

^\znt^TXA 2 ^^mtfiifmt:^T^it^^onmmm^m-<^-<<, ■< 

10 • ■ 

Fjflffi&Sfc«fc3**«ifll«*ttfc**-f * (5Z)-7-[(lR,2R,3S.6S)-2-(4- 
7xz;i/f^H>-;^A7 $ V -6,6-^ >< tT^ £ D [3.1,1]^:/ r - 3 ;i/]-5- 
>lt r »J (II-lc)©f^ffi 

15 ( i ) w&m&ommz.^^'f 

Developmental Brain Research, 30( 1986 )47- t ft o T . Sprague 
-Dawley rat (B&4190) «fc *> *MlfeHfc8t »>.£ ^3IS«t(137 mM ififc* 
V ') 5.4 mM ^{b* U •> A, 0.17 mM >J >m~± h'J^A, 0.22 mM U > 

'J •> A, 5.5 mM 59 mHX^D-^;#2 5ml )C^i Lfco 

20 h U r^^JlXFy**^ * l/T-'tflfc* ^ti?n 4mg/ml:j3 e i;lF 0.4mg/ 

mlfc*aJ;5K:«10U 37 e CT-12#IS. »*l/T»6jlB4»fe*'*fe. Leivbo 
vitz's L-15*gJfe + SXM Aft C, 4$i^ifflSS* lxlO« cells/m 

lC*S^9{C!Sl.^tfeoP0ly-L-lysinf=i-7 i 'f > ^ L 7* I' - Hd2. 
5x10* cells/cB , ©flfie7ffli««BI8ifettV^ 0 ttgffll&tt* 37°C©5% COi^ 
25 ^-*--et*||U 2 B i £^ifc£flH'»£ 0 

(2) rim v /3m&n££znmmm?iiz^<,\x 



147 



WO 00/30683 



PCT/JP99/06317 



BlCWLT) 2#1©*, (ii)7$D>f H/JlflKT^D-f Kifl 
afi*/*B*=U«ol/Bl£«F*l«lC*t IT) 2>ul£V (5Z>-7-[<lR,2R,3S,5S)- 

2. (4.7xr^f^K>»;^l'7 * ;i/bf^^D 13.1.1]^ 7h -3 -'f 

5 ;i>].5-^7'7 i >$^ h U £^ (H-lc) (II-lc/iM*-/!/***** b*=10#mol/ml 

t«iiiic»,iT) l/z 1 (WT> fls^fcii-icfcio) *3©^^*n ufc,, 

Ill (T^n-Y MBdftft«ttl«r) fcowt*, HfiSKfTofco 
Stt.48ftHftt:. *MS*HSC 3 - (4, 5- ! -.s?****-7 , vr-/u.-2--f» - 
2,5 -^i-Jl'f h7»; U t? 1*7 U v^r K(MTT)£lmg/mlfc:&£ «fc 5 CSSAfl 
10 U 37*C-eiWfWI«f* Us S£ >gIS7D/W (0.04H tttt& 

^tf) Ci&fllStt* gfiY^f tr D - b U -*"-T*570nin<Zl>&:g-e$l£ U HTT 
Tffe'f U hn'> KUTS'tt) fefrofc. -#©0!ltSctt4^ % Dunnett's test 

o % 0 # m m as je a J x ».s n & . # % m c h r * As * ( n - 1 c> * ^ nt s m u fc i: c 

5, &g4fc#l$tc:iiiBI§5E£ffllfl , J L£o *© EDwtttttt l|iM 

20 SS^^J 1 0 . 

=?v h«iB#ISC*»*tt*«FWfcJ:*«rMIB5Et#*-ra (5Z)-7-[(lR,2R,3 
S,5S)-2-(4-7 x > V >f ;V7 5. y -6,6-^ * * )\>\Z > Q D [3.1.1]^ 7 h • 

3. -Ot/]-5-'v7'x>&:>- HJ «>A (II-lc)©f£ffl 

4^1 0 BI© JCL:SDrat©H!Btf-«©&flr*tt!i!U 01i#lSl*tiDSr U&o 
25 PBS(phosphate buffered saline)^ (5Z)-7-[(lR.2R.3S,5S)-2-(4-7 x - tf)'* 
>V<( )VT X / -G,G-i> )\>\Zi/ Z D [3.1.1]^ 7" h-3 *]-5-^7^>tt h 
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•J£A (IMc)£}gj!>> b(0.1, 1. lOmg/ml), (lOul) |glfcX#>yx 

;i/£«JBr®£MU t2JHb£j&Jt£8t-&bfco 
ffi&10BiCPBSK&3&>b£4% paraform aldehyde 25ml£ffl^TBB£ 

3fgtH£b£o S^ij^ 0:iM sodium phosphate(pH7.4)(C & b £ , 0.1M 
5 Sucrose, 4 %PFAT* 5«fP^^@^L< PBS t^itlfc. AH 1£& £ ^ 7 .f > 

S1U JP£ 5nm©flg#g|5^oaiiggW>t^MU> = y*;Hfefi&ai&U JS®iIl& 
... #H$£fr$tbfco -SfOiW* 4-5 T-> Dunnetfs test 

& p b s to a m t it m b x , n * n p<o.oi * <t v p<o.o5 -c % it m © * * - 1 

10 o 

ji*TU «ii&ft#£ttu Hagbti^fco *ntt*tt* atSotD 4o%©# 

fc^BSKHaJBrEtwiUS bfchClS. 10ng/ratT*Wl(Ci& 20%8»MJ&$E£«lf8l 

20 4 0 mgCDW&Ji&#£#£f *&a«£m&£<fc !>§8i£bfco 4 0mg^©M 

(5Z)-7-[(lR,2R,3S,5S)-2-(4-7 x l/ s J 4 JbT % S - 

6,6- V * * > >7 D [3,1.1]^ 7* h - 3 5 7f > & 

* h U »> A (II-lc) 4 0. 0 m g 

25 t h* D^^^D tf;i/-fe^D 3. 6mg 
7.7" T U >^V^^^»> A 0. 4mg 
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h-)tD3i'f>.7> 18. Omg 

%Mt 5 8. Omg 

•£.gf 12 0. Omg 

5 $mm2 
mumomm 

(5Z)r7-[(lR,2R,3S,5S)-2-(4-7 = -frf-Xl'O V J ^ J- 

6,6-S? *rf-)\/\L i/P D[3.1.1]A7'h.3-f;Vl-5-'s7f>i 

tbr^A (H-lc) 100. Omg 

10 tKD^J'^De^-b^D-^ 3 0. Omg 

5b D - * )V is A 3 0. Omg 

# )yp 1 0 . 0 m g 

•ftUtrW—.. 2 0. Omg 

jjgH% ;i/ d - X 70. Omg 

15 b ^pa^^rv 3 0 0 . Omg 

all 4 4 0. Omg 

^.sj- . 1 0 0 0. Omg 

a ( i ) -A (i v) -csisnafc^*, f®7D F7»y, *n 

25 
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1 . TXA a S8#ttttffffl*«fcW/*&ttTXA a ^j|fcB*l!BSfPffl**r* 
2. TX A,gSfMtjftflstf**1-*fc£*K ?®7DF7 9^ *n£©IS 

5 . TXA,»«#ttt(tffffl**lF/*fcttTXAa*J«»*IB*fl»fl**1"* 
tt*&tt.*HK«Jfil5EK:»-raiiPfilJBo 

7. tteausaHa-tfT'S o-r K£8aHK«fc3*©-C&*l»#©l6Hf85JS* 



tt m 6 £ IB « © # 8 « IS £ tt C *f T -5 » fcJ SO o 

m © nmms&R c » r * » so » . 

9. TXA a ag<Mgiftttffi**rr*fli£*#x £ ( I ) : 
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R l H-CH 2 -CH=CHrCH 2 -CH 2 -CH 2 -COOR 2 $fcli-CH 
5 =CH-CH 2 -CH 2 -CH 2 -COOR 2 ; R 2 li*?5l * tt7/l'*;i> ; mtt 0 
£ fett l ; XMiBlfcSn-cvv-r* ctVNT U * fc«K3ft $ ntv^t * £ 
fD7'J-*; X 2 tt#if£^ -CHj-, -CHj-CHs-, -C ( = 0) 
- 0 -> -S-> -SO-, -S0 2 -, -NH-, — N ( C H 3 ) -C ( = 
N - 0 - C H 3 ) — N = N — s -CH=CH-. -C (=0) "NH-, - 
10 NH-C (=0) - CH 2 -NH-, -NH-CH 2 - V - CH 2 -0-» - 
OrC'Hi-, — C H 2 — S — s — S — C H 2 - v - CH 2 -S0 2 - > — S 0 2 ** 
C H 2 - , - S0 2 -NH-, *fctt-NH-SO a --.; X»ttB»**iT^T*' 

•fb £• tj T- & 5 as * © m w m 1 js ~ m 8 © ^ r n ^ c m m <© * « a» & m « m * e& 

NHCO-R 

20 mm i ^~m8«©^m^c82^©ft j ffiw^^^0^i»*<tv/'*fctt^^S!i* 

11. TXA 2 §§»Wffl4lft5fl3^ 55 (HI) : 
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0X 5 — COOR 4 
NHSO, — R 5 



(III) 




12. T XA 2 £g#£ftftffl£Wir*<t;i£?©#, ttT©2tIBffc©#tig5*;-T?^ 
ffi#)li^^^^l»i3 b<fct#MflS 




COOH 



SQ 28.668 




COOH 



H H 



SQ 29.548 
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0 

rj AA-2414 


rTr ,v>v — ^^^cooh 

^'"'^N— S0 2 
S-1452 




f ; f 

n 0 

p—so 2 

0^^""^ Bay u 3405 

coom J 



13". TXAjS$#tt;ttf1^*WT*fl3£to#* WT0lt&5£T-^<*ft*^ 

■ ; ti> ... . • 




COOH 



14. i (IV) : 
A— R 7 

(CHs)p -n — z—xP-x 7 -X? 

B 
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T)V*)\>, 77;^Mfcli7^;V; RMiCOO.R 8 , CH 2 OR 8 $fc& C 0 
N (R 9 ) R 10 ; RO&TkmZfzltTJV*)], ; R 9 £ £ tFR 1 0 «*ft^ft&& U 
-tzkiL t [••D^->jtB:7;^jV7;i/*-A ; x 6 a'l^ ? * 

*J4)\> ; X'ttJUS^ — N = N — s — N = C H — s -CH = N-; -CH = N 
-N-, -CH = N-0-, - C = NNH C SNH- S — C = NNHCONH— , 
-CH = CH-, -CH (OH) — N -C (CI) =C (CI)-; - (CH 2 ) 
- CeC-« -N (R 11 ) -N ( R 1 1 ) CO-, — N ( R 1 1 ) S0 2 
- N ( R 1 1 ) CON ( R 1 1 ) - CON (R 1 ») -SO 2 N ( R 1 1 ) 
- x -0-. -S-\ -SO-, -SO'i-, -CO-. ***S?T»/-^J>-f 

;i/;qliiifcli2.;X 8 B7^;K T;w>r-;i/ % t 

^7 , ; i ;J , = '^5 ! >^^n -CH = NR 12 $tli-N=C (R 1 
3 ) R 1 4 ; R l2 li2km> z;t/*;K t FD^ri/, T;i>n**>, #;wt^ 

tt^n^ft^i ltt;i/*;k t ;i/ =r £ £ & t U ; Ztt-s o 2 -i; fc 
tt-CO-; pttOSfcttl ; 
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(3 



0*^7'J1/*>>1', AD?.yft7/l'*^ T^^^sTs — N = P P h 3 v t^V, 
15. 



*fctt**Vv— ^"S>^jn/-efc u» 'x T *MM*^ -ch,-, -o 

- N - S -s -SO-, -S 0 2 -v$fctt-C.O-t!fcD, X'i*7y-JV*ft 
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